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CLAIMS 



What is claimed is: 



5 1. 



10 



15 



20 



25 



A method of inhibiting one or more protein kinase activity comprising the 
administration of a\ompound represented by the formula: 




and physiologically acceptable salts and biologically active metabolites 

thereof, wherein: 

R is selected from the groufo consisting of a substituted or unsubstituted: 
aliphatic group, aromatic group, a (GU-C 6 )cycloalkyl group, a heterocyclic group, 
an aralkyl group, a (C 3 -C 6 )cycloalkyl^\kyl group and a heterocyclyl-alkyl 
group; 

R 1 is hydrogen or -A-Z; 

R 2 is hydrogen or is selected from fee group consisting of a substituted or 
unsubstituted: lower alkyl group, an aromatifc group, a (C 3 -C 6 )cycloalkyl group, 
a heterocyclic group, an aralkyl group, a (C 3 -G^)cycloalkyl-alkyl group, and a 
Jieterocyclyl-alkyl group; 

A is -(CH 2 ) n -, -(CH 2 ) n NH-, -(CH 2 ) n O-, \-(CH 2 ) n S-, -<CH 2 ) n S(0)- or- 
-(CH 2 ) n S(0) 2 -; 

Z is ~H, a lower alkyl, aralkyl, trihalomethyl\trihalomethylcarbonyl, 
R 3 CO-, R 3 OC(0)-, -NR 4 R 5 , -C(0)NR 4 R 5 , R 3 0-, or a Ang system selected from 
the group consisting of a (C 3 -C 6 )cycloalkyl, benzene, pyrrole, isoxazole, 
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isothiazole, indole, pyridine, pyrazine, pyrimidine, benzothiazole, 
tetrahydroWan, thiophene, triazine, imidazole, furan, benzimidazole, 
pyridazine, quinoxaline, pyrazole, oxazole, thiazole and the N-oxides thereof 
wherein said ring system can be optionally substituted with one or more 
moieties selected from the group consisting of halogens, lower alkyl, R 3 0-, HO-, 
HOC(O)-, R 3 0cW, trihalomethyl, nitro, aryl, -CN, -C(0)NR 4 R 5 and -NR 4 R 5 ; 

R 3 for eacmoccurrence is independently selected from the group 
consisting of substituted or unsubstituted: lower alkyl group, lower alkoxy 
lower alkyl group, anWomatic group, a (C 3 -C 6 )cycloalkyl group, a heterocyclic 
group, an aralkyl groups a (C 3 -C 6 )cycloalkyl-alkyl group and a heterocyclyl- 
alkyl group; 

R 4 and R 5 for each\occurrence are each, independently, hydrogen or are 
selected from the group coasting of substituted or unsubstituted: a lower alkyl 
group, an aromatic group, aWf^CJcycloalkyl group, a heterocyclic group, an 
aralkyl group, a (C 3 -C 6 )cyclia\kyl-alkyl group and a heterocyclyl-alkyl group; 
optionally, R 4 and R 5 together with the nitrogen to which they are attached 
represent morpholino, pyrrolidinb, piperidino, imidazol-l-yl, piperazino, 
thiamorpholino, azepino or perhyMro-l,4-diazepin-l-yl groups each optionally 
substituted with one or more moieties selected from the group consisting of 
lower alkyl, hydroxy, lower alkoxy tower alkyl, an aromatic group, a (C 3 - 
C 6 )cycloalkyl group, a heterocyclic group, an aralkyl group, a (C 3 -C 6 )cycloalkyl- 
alkyl group and a heterocyclyl-alkyl gr^up; and 
n is an integer from 0 to 3. 



/ 



3. 



The method of claim 1 wherein the inhibition of said protein kinase is in a 
recipient in need thereof^ 

The method of Claim 2 wherein the compoundMs a mixture of stereoisomers. 
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/ 

The method of Claim 3 wherein the stereoisomers are enantiomers. 

/ 

5. The methochpf Claim 3 wherein the stereoisomers are E and Z isomers. 

/ 

6. The method of ^laim 2 wherein the compound is a mixture of structural 

isomers. , 

The method of Claim ^ wherein the structural isomers are tautomers. 

8. The method of Claim 2 wlWein said protein kinase is either a receptor tyrosine 
kinase or a non-receptor tyrosine kinase. 



9. The method of Claim 8 whereimsaid tyrosine kinase is selected from the group 
15 consisting of KDR, Flt-1, TIE-2, \gFR, PDGFR, IGF-l-R, c-Met, Lck, Src, fyn, 

Lyn ? Blk, and yes. 



20 



10. A method of treating or essentially inhibiting hyperproliferative disorders or 
inflammatory diseases in a recipient in need thereof comprising the 
administration to said recipient of a compound represented by the formula: 

FT 




R 
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\^nd physiologically acceptable salts and biologically active metabolites 
thereof, Svherein: 

R is selected from the group consisting of a substituted or unsubstituted: 
aliphatic grVip, aromatic group, a (C 3 -C 6 )cycloalkyl group, a heterocyclic group, 
an aralkyl gr^up, a (C 3 -C 6 )cycloalkyl-alkyl group and a heterocyclyl-alkyl 
group; 

R 1 is hydrogen or -A-Z; 

R 2 is hydrogen or is selected from the group consisting of a substituted or 
unsubstituted: lower alkyl group, an aromatic group, a (C 3 -C 6 )cycloalkyl group, 
a heterocyclic group\ an aralkyl group, a (C 3 -C 6 )cycloalkyl-alkyl group, and a 
heterocyclyl-alkyl group; 

A is -(CH 2 ) n -, -\CH 2 )„NH-, -(CH 2 ) n O-, -(CH 2 ) n S-, -(CH 2 ) n S(0)- or 
(CH 2 ) n S(0) 2 -; 



Z is -H, a lower a 
R 3 CO-, R 3 OC(0)-, -NR 4 R 5 , 



ralkyl, trihalomethyl, trihalomethylcarbonyl, 
u(0)NR 4 R 5 , R 3 0-, or a ring system selected from 
the group consisting of a ((^\C 6 )cycloalkyl, benzene, pyrrole, isoxazole, 
isothiazole, indole, pyridine, pyrazine, pyrimidine, benzothiazole, 
tetrahydrofuran, thiophene, triaWe, imidazole, furan, benzimidazole, 
pyridazine, quinoxaline, pyrazola oxazole, thiazole and the N-oxides thereof 
wherein said ring system can be optionally substituted with one or more 
moieties selected from the group consisting of halogens, lower alkyl, R 3 0-, HO-, 
HOC(O)-, R 3 OC(0)-, trihalomethyl, Mtro, aryl, -CN, -C(0)NR 4 R 5 and -NR 4 R 5 ; 

R 3 is selected from the group consisting of substituted or unsubstituted: 
lower alkyl group, lower alkoxy lower alkyl group, an aromatic group, a (C 3 - 
C 6 )cycloalkyl group, a heterocyclic group\an aralkyl group, a (C 3 -C 6 )cycloalkyl- 
alkyl group and a heterocyclyl-alkyl group;> 

R 4 and R 5 for each occurrence are eack independently, hydrogen or are 
selected from the group consisting of substituted or unsubstituted: a lower alkyl 
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group, an aromatic group, a (C 3 -C 6 )cycloalkyl group, a heterocyclic group, an 
aralky\group, a (C 3 -C 6 )cycloalkyl-alkyl group and a heterocyclyl-alkyl group; 
optionally, R 4 and R 5 together with the nitrogen to which they are attached 
represent morpholino, pyrrolidino, piperidino, imidazol-l-yl, piperazino, 
thiamorphoMno, azepino or perhydro-l,4-diazepin-l-yl groups each optionally 
substituted w\th one or more moieties selected from the group consisting of 
lower alkyl, hydroxy, lower alkoxy lower alkyl, an aromatic group, a (C 3 - 
C 6 )cycloalkyl group, a heterocyclic group, an aralkyl group, a (C 3 -C 6 )cycloalkyl- 
alkyl group and a ^leterocyclyl-alkyl group; and 
n is an integer from 0 to 3. 



11. A method of treating or inhibiting angiogenesis in a recipient in need thereof 



15 



20 



comprising the adminis 
the formula: 



ation to said recipient of a compound represented by 




and physiologically acceptable salts and biologically active metabolites 
thereof, wherein: 

R is selected from the group consisting of a substituted or unsubstituted: 
aliphatic group, aromatic group, a (C 3 -C 6 )cycloalkyl group, a heterocyclic group, 
an aralkyl group, a (C 3 -C 6 )cycloalkyl-alkyl\group and a heterocyclyl-alkyl 
group; 

R 1 is hydrogen or -A-Z; 
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iR 2 is hydrogen or is selected from the group consisting of a substituted or 
unsubstiVuted: lower alkyl group, an aromatic group, a (C 3 -C 6 )cycloalkyl group, 
a heterocyclic group, an aralkyl group, a (C 3 -C 6 )cycloalkyl-alkyl group, and a 
heterocyclw-alkyl group; 



A is V(CH 2 ) n -, -(CH 2 ) n NH-, -(CH 2 ) n O-, -(CH 2 ) n S-, -(CH 2 ) n S(0)- or - 
(CH 2 ) n S(0) 2 -\ 



Z is -HAa lower alkyl, aralkyl, trihalomethyl, trihalomethylcarbonyl, 
R 3 CO-, R 3 OC(oV, -NR 4 R 5 , -C(0)NR 4 R 5 , R 3 0-, or a ring system selected from 
the group consisting of a (C 3 -C 6 )cycloalkyl, benzene, pyrrole, isoxazole, 
isothiazole, indole,Wridine, pyrazine, pyrimidine, benzothiazole, 
tetrahydrofuran, thiophene, triazine, imidazole, furan, benzimidazole, 
pyridazine, quinoxaline, pyrazole, oxazole, thiazole and the N-oxides thereof 
wherein said ring system can be optionally substituted with one or more 
moieties selected fronVtw^oup consisting of halogens, lower alkyl, R 3 0-, HO-, 
cHOC(O)-, R 3 OC(0)-, ttlSk)methyl, nitro, aryl, -CN, -C(0)NR 4 R 5 and -NR 4 R 5 ; 

R 3 for each occurrence is each, independently is selected from the group 
consisting of substituted or unsubstituted: lower alkyl group, lower alkoxy 
lower alkyl group, an aromatic group, a (C 3 -C 6 )cycloalkyl group, a heterocyclic 
group, an aralkyl group, a (C 3 -G 6 )cycloalkyl-alkyl group and a heterocyclyl- 
alkyl gtoup; \ 

R 4 and R 5 for each occurrence are each, independently, hydrogen or are 
selected from the group consisting of substituted or unsubstituted: a lower alkyl 
group, an aromatic group, a (C 3 -C 6 )cyfcloalkyl group, a heterocyclic group, an 
aralkyl group, a (C 3 -C 6 )cycloalkyl-alkyI\group and a heterocyclyl-alkyl group; 
optionally, R 4 and R 5 together with the nitrogen to which they are attached 
represent morpholino, pyrrolidino, piperidino, imidazol-l-yl, piperazino, 
thiamorpholino, azepino or perhydro-l,4-diaaepin-l-yl groups each optionally 
substituted with one or more moieties selected ^from the group consisting of 
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lowor alkyl, hydroxy, lower alkoxy lower alkyl, an aromatic group, a (C 3 - 
C 6 )cyVloalkyl group, a heterocyclic group, an aralkyl group, a (C 3 -C 6 )cycloalkyl- 
alkyl gppup and a heterocyclyl-alkyl group; and 
is an integer from 0 to 3. 



12. A method oY inducing an anti-angiogenic effect in a recipient in need thereof 
comprising t^e administration to said recipient of a compound represented by 

the formula: 



10 



15 



20 




and physiologically acceptable salts and biologically active metabolites 
thereof, wherein: 

R is selected from t5he group consisting of a substituted or unsubstituted: 
aliphatic group, aromatic gro^ip, a (C 3 -C 6 )cycloalkyl group, a heterocyclic group, 
an aralkyl group, a (C 3 -C 6 )cyc\oalkyl-alkyl group and a heterocyclyl-alkyl 

group; 

R 1 is hydrogen or -A-Z; 

R 2 is hydrogen or is selected from the group consisting of a substituted or 
unsubstituted: lower alkyl group, an aromatic group, a (C 3 -C 6 )cycloalkyl group, 
a heterocyclic group, an aralkyl group\ (C 3 -C 6 )cycloalkyl-alkyl group, and a 
heterocyclyl-alkyl group; 

A is -(CH 2 ) n -, -(CH 2 ) n NH-, -(CH 2 )JQ-, -(CH^S-, -(CH 2 ) n S(0)- or 
(CH 2 )„S(0) 2 -; 
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Z is -H, a lower alkyl, aralkyl, trihalomethyl, trihalomethylcarbonyl, 



R 3 Cfo-, R 3 OC(0)-, -NR 4 R 5 , -C(0)NR 4 R 5 , R 3 0-, or a ring system selected from 
the grVip consisting of a (C 3 -C 6 )cycloalkyl, benzene, pyrrole, isoxazole, 
isothiazs>le, indole, pyridine, pyrazine, pyrimidine, benzothiazole, 
tetrahydrofuran, thiophene, triazine, imidazole, furan, benzimidazole, 
pyridazine \uinoxaline, pyrazole, oxazole, thiazole and the N-oxides thereof 
wherein saidVing system can be optionally substituted with one or more 
moieties selected from the group consisting of halogens, lower alkyl, R 3 0-, HO-, 
HOC(O)-, R 3 OaO)-, trihalomethyl, nitro, aryl, -CN, -C(0)NR 4 R 5 and -NR 4 R 5 ; 

R 3 for each occurrence is, independently, selected from the group 
consisting of substituted or unsubstituted: lower alkyl group, lower alkoxy 
lower alkyl group, amaromatic group, a (C 3 -C 6 )cycloalkyl group, a heterocyclic 
group, an aralkyl groua/V OC 3 -C 6 )cycloalkyl-alkyl group and a heterocyclyl- 
alkyl group; 4Y\ 

R 4 and R 5 for eaJchWcurrence are each, independently, hydrogen or are 
selected from the group consisting of substituted or unsubstituted: a lower alkyl 
group, an aromatic group, a (C 3 -C 6 )cycloalkyl group, a heterocyclic group, an 
aralkyl group, a (C 3 -C 6 )cycloa\kyl-alkyl group and a heterocyclyl-alkyl group; 
optionally, R 4 and R 5 together with the nitrogen to which they are attached 
represent morpholino, pyrrolidine* piperidino, imidazol-l-yl, piperazino, 
thiamorpholino, azepino or perhydro-l,4-diazepin-l-yl groups each optionally 
substituted with one or more moietiek selected from the group consisting of 
lower alkyl, hydroxy, lower alkoxy lower alkyl, an aromatic group, a (C 3 - 
C 6 )cycloalkyl group, a heterocyclic group, an aralkyl group, a (C 3 -C 6 )cycloalkyl- 
alkyl group and a heterocyclyl-alkyl group\ and 
n is an integer from 0 to 3. \ 
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13. A rr^ethod of treating or inhibiting the progression of a disease or condition in a 
recipient in need thereof comprising the administration to said recipient of a 
compound represented by the formula: 




10 



15 



20 



and physiologically acceptable salts and biologically active metabolites 
thereof, wherein: 

R is selected fro^t the group consisting of a substituted or unsubstituted: 
aliphatic group, aromaticWoup, a (C 3 -C 6 )cycloalkyl group, a heterocyclic group, 
an aralkyl group, a (C 3 -C 6 \^eloalkyl-alkyl group and a heterocyclyl-alkyl 
group; 

R 1 is hydrogen or -A- 

R 2 is hydrogen or is selected from the group consisting of a substituted or 
unsubstituted: lower alkyl group\an aromatic group, a (C 3 -C 6 )cycloalkyl group, 
a heterocyclic group, an aralkyl gr\up, a (C 3 -C 6 )cycloalkyl-alkyl group, and a 
heterocyclyl-alkyl group; 

A is -(CH 2 ) n -, -(CH 2 ) n NH-, -(3p 2 )nO-, -(CH 2 ) n S-, -(CH 2 ) n S(0)- or - 
(CH 2 ) n S(0) 2 - 

Z is -H, a lower alkyl, aralkyl, triftalomethyl, trihalomethylcarbonyl, 
R 3 CO-, R 3 OC(0>, -NR 4 R 5 , -C(0)NR 4 R 5 , Kfo-, or a ring system selected from 
the group consisting of a (C 3 -C 6 )cycloalkyl, Wizene, pyrrole, isoxazole, 
isothiazole, indole, pyridine, pyrazine, pyrimicmie, benzothiazole, 
tetrahydrofuran, thiophene, triazine, imidazole, raran, benzimidazole, 
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dazine, quinoxaline, pyrazole, oxazole, thiazole and the N-oxides thereof 
wherein said ring system can be optionally substituted with one or more 
moiVties selected from the group consisting of halogens, lower alkyl, R 3 0-, HO-, 
HOCCO)-, R 3 OC(0)-, trihalomethyl, nitro, aiyl, -CN, -C(0)NR 4 R 5 and -NR 4 R 5 ; 

R 3 for each occurrence is, independently, selected from the group 
consisting of substituted or unsubstituted: lower alkyl group, lower alkoxy 
lower alky\ group, an aromatic group, a (C 3 -C 6 )cycloalkyl group, a heterocyclic 
group, an aralkyl group, a (C 3 -C 6 )cycloalkyl-alkyl group and a heterocyclyl- 
alkyl group; \ 

R 4 and for each occurrence are each, independently, hydrogen or are 
selected from th^group consisting of substituted or unsubstituted: a lower alkyl 
group, an aromaticWoup, a (C 3 -C 6 )cycloalkyl group, a heterocyclic group, an 
aralkyl group, a (C 3 -C 6 )cycloalkyl-alkyl group and a heterocyclyl-alkyl group; 
optionally, R 4 and R 3 together with the nitrogen to which they are attached 
represent morpholino,^pfcAolidino, piperidino, imidazol-l-yl, piperazino, 
thiamorpholino, azepinq)o^perhydro-l,4-diazepin-l-yl groups each optionally 
substituted with one or more moieties selected from the group consisting of 
lower alkyl, hydroxy, lower alkoxy lower alkyl, an aromatic group, a (C 3 - 
C 6 )cycloalkyl group, a heterocyclic group, an aralkyl group, a (C 3 -C 6 )cycloalkyl- 
alkyl group and a heterocyclyl-alkyl group; and 

n is an integer from 0 to 3 \ 
where said disease or condition is selected from the group consisting of cancer, 
arthritis, atherosclerosis, restenosis, psbriasis, hemangioma, myocardial 
angiogenesis, coronary and cerebral collkterals, ischemic limb angiogenesis, 
corneal disease, rubeosis, neovascular glaucoma, macular degeneration, wound 
healing, peptic ulcer, Helicobacter related aiseases, virally induced angiogenic 
disorders, fractures, diabetic retinopathy, CroWs disease, inflammatory bowel 
disorder, cat scratch fever, retinopathy or prematurity, ulcers, thyroid 
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lyperplasia, burns, trauma, acute lung injury, chronic lung disease, stroke, 
polyps, cysts, synovitis, chronic and allergic inflammation, ovarian 
hyperstimulation syndrome, pulmonary and cerebral edema, keloid, fibrosis, 
cirrhosis, carpal tunnel syndrome, sepsis, adult respiratory distress syndrome, 
multiple-organ dysfunction syndrome, ascites and tumor-associated effusions 
and edema. 



10 



14. A method of affecting vascular hyperpermeability or the production of edema in 
a recipient imneed thereof comprising the administration to said recipient of a 
compound represented by the formula: 



15 



20 




and physiological^ acceptable salts and biologically active metabolites 
thereof, wherein: 

R is selected from theVroup consisting of a substituted or unsubstituted: 
aliphatic group, aromatic grouA a (C 3 -C 6 )cycloalkyl group, a heterocyclic group, 
an aralkyl group, a (C 3 -C 6 )cyclo^kyl-alkyl group and a heterocyclyl-alkyl 
group; 

R ! is hydrogen or -A-Z; 

R 2 is hydrogen or is selected fifom the group consisting of a substituted or 
unsubstituted: lower alkyl group, an aromatic group, a (C 3 -C 6 )cycloalkyl group, 
a heterocyclic group, an aralkyl group, a (£ 3 -C 6 )cycloalkyl-alkyl group, and a 
heterocyclyl-alkyl group; 
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A is -(CH 2 ) n -, -(CH 2 ) n NH-, -(CH 2 ) n O-, -(CH 2 ) n S-, -(CH 2 ) n S(0)- or- 
(CH 2 )\S(0) 2 -; 

is -H, a lower alkyl, aralkyl, trihalomethyl, trihalomethylcarbonyl, 
R 3 CO-, iVOC(O)-, -NR 4 R 5 , -C(0)NR 4 R 5 , R 3 0-, or a ring system selected from 
the group consisting of a (C 3 -C 6 )cycloalkyl, benzene, pyrrole, isoxazole, 
isothiazole\ndole, pyridine, pyrazine, pyrimidine, benzothiazole, 
tetrahydrofurW thiophene, triazine, imidazole, fiiran, benzimidazole, 
pyridazine, qumoxaline, pyrazole, oxazole, thiazole and the N-oxides thereof 
wherein said ririfc system can be optionally substituted with one or more 
moieties selectedOTom the group consisting of halogens, lower alkyl, R 3 0-, HO-, 
HOC(O)-, R 3 OC(0Th trihalomethyl, nitro, aryl, -CN, -C(0)NR 4 R 5 and -NR 4 R 5 ; 

R 3 for each occurrence is, independently, selected from the group 
consisting of substituted or unsubstituted: lower alkyl group, lower alkoxy 
lower alkyl group, anflibjrfatic group, a (C 3 -C 6 )cycloalkyl group, a heterocyclic 
group, an aralkyl groi p\\i (C 3 -C 6 )cycloalkyl-alkyl group and a heterocyclyl- 
alkyl group; 

R 4 and R 5 for each Occurrence are each, independently, hydrogen or are 
selected from the group consisting of substituted or unsubstituted: a lower alkyl 
group, an aromatic group, a (C 3 -C 6 )cycloalkyl group, a heterocyclic group, an 
aralkyl group, a (C 3 -C 6 )cycloaMcyl-alkyl group and a heterocyclyl-alkyl group; 

optionally, R 4 and R 5 together with the nitrogen to which they are 
attached represent morpholino, pVrrolidino, piperidino, imidazol-l-yl, 
piperazino, thiamorpholino, azepino or perhydro-l,4-diazepin-l-yl groups each 
optionally substituted with one or m&re moieties selected from the group 
consisting of lower alkyl, hydroxy, lower alkoxy lower alkyl, an aromatic group, 
a (C 3 -C 6 )cycloalkyl group, a heterocyclic group, an aralkyl group, a (C 3 - 
C 6 )cycloalkyl-alkyl group and a heterocyctyl-alkyl group; and 
n is an integer from 0 to 3. 
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15. The method of < 
antiedematous. 



laim 14, where the affect on the production of edema is 



5 16. The method of Claim 2\wherein said protein kinase is a serine kinase. 



1 7. The method of Claim 2, whetein said protein kinase is a threonine kinase. 



V 
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18. A compound represented by the following structural formula: 

,1 




and physiologicallAacceptable salts thereof, wherein: 
R is selected from th& group consisting of substituted or unsubstituted: 
indole, imidazole, 1,2,3-triazcne, l,2,44riazole, benzimidazole, 4,5,6,7- 
tetrahydroindole, benzoindole, azaindole, indazole, pyridine, quinoline, 
pyrimidine, benzene, pyrazine, pyrrole, pyrazole, oxazole and thiazole; 
R 1 is hydrogen or -A-Z; 

A is -(CH 2 ) n -, -(CH 2 )„NH-, -\CH 2 ) n O-, -(CH 2 ) n S-, -(CH 2 ) n S(0)- or - 
(CH 2 ) n S(0) 2 -; 

Z is -H, a lower alkyl, aralkyl, frihalomethyl, trihalomethylcarbonyl, 
R 3 OC(0)-, -NR 4 R 5 , -C(0)NR 4 R 5 , R 3 Co\ R 3 0-, or a ring system selected from 
the group consisting of a C 3 -C 6 cycloalkane, isoxazole, isothiazole, imidazole, 
benzene, pyrrole, indole, pyridine, pyrazine, pyrimidine, benzothiazole, 
tetrahydrofuran, thiophene, imidazole, furaii triazine, benzimidazole, 
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pyridine, quinoxaline, pyrazole, oxazole, thiazole and the N-oxides thereof 
whereinYsaid ring system can be optionally substituted with one or more 
moieties \elected from the group consisting of halogens, lower alkyl, R 3 0-, HO-, 
HOC(O)-, R 3 OC(0)-, trihalomethyl, nitro, an aromatic group, a (C 3 - 
C 6 )cycloalkyl group, a heterocyclic group, an aralkyl group, a (C 3 -C 6 )cycloalkyl- 
alkyl group, a\heterocyclyl-alkyl group, -CN, -C(0)NR 4 R 5 or -NR 4 R 5 ; 

R 3 for e\ch occurrence is, independently, selected from the group 
consisting of substituted or unsubstituted: lower alkyl group, lower alkoxy 
lower alkyl group, Vomatic group, (C 3 -C 6 )cycloalkyl group, heterocyclic group, 
aralkyl group, (C 3 -C^cycloalkyl-alkyl group, and heterocyclyl-alkyl group; 

R 4 and R 5 for ekch occurrence are each, independently, hydrogen, or are 
selected from the group consisting of substituted or unsubstituted: lower alkyl 
group, aromatic group, (C^Jcycloalkyl group, heterocyclic group, aralkyl 
group, (C 3 -C 6 )cycloalkyl-alk\l group, and heterocyclyl-alkyl group; 

optionally, R 4 and R 5 together with the nitrogen atom to which they are 
attached represent morpholino, pVrolidino, piperidino, imidazol-l-yl, 
piperazino, thiamorpholino, azepino\x)r perhydro-l,4-diazepin-l-yl groups each 
optionally substituted by one or more moieties selected from the group 
consisting of lower alkyl, hydroxy, lower\alkoxy lower alkyl, an aromatic group, 
a (C 3 -C 6 )cycloalkyl group, a heterocyclic group, an aralkyl group, a (C 3 - 
C 6 )cycloalkyl-alkyl group and a heterocyclyPplkyl group; and 

n is an integer from 0 to 3; 
provided that when R is an unsubstituted indol-^yl then R ! is not -NH 2 . 



25 19. The compound of Claim 18 wherein: 

A is -NH-, -0-, -S-, -S(O)- or-S(0) 2 - ; and 
Z is cyclopropyl, 3-pyridyl or pyrazinyl. 
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20. The compound of Claim 18 wherein: 
A is -0-; and 

Z is ethyl, n-propyl or isopropyl. 

5 21. The compound of Claim 18 wherein: 
A is -CH 2 -; and 

Z is phenyl , wherein said phenyl is optionally substituted with one or 
more moieties selected from the group consisting of halogens, trihalomethyl, 
hydroxy, -NR 4 R 5 , nitro, -CONR 4 R 5 , lower alkyl group, R 3 0-, -C(0)OR 4 and - 
10 OC(0)R 4 . 



22. The compound selected from the group consisting of: 

3-Cyclopropyl-4-{[(3,5-aimethyl-4-(4-methy-l-piperazinylmethyl)pyrrol-2- 

yl]methylene}-2-pyrazolin-5-one, 
3-Cyclopropyl-4-[(3,5-dimethyl-4-(l-py^ 
15 pyrazolin-5-one, 

3-Cyclopropyl-4-[(4-diethyftjminomethyl-3,5-dimethylpyrrol-2-yl)methylene]-2- 
pyrazolin-5-one 5 

3-Cyclopropyl-4-[(3 5 5-dimeth^l-4-piperidinomethylpyrrol-2-yl)methylene]-2-pyraz^ 
5-one, 

20 3-Cyclopropyl-4-[(4-diethanolai^inomethyl-3 5 5-dimethylpyrrol-2-yl)methylene]-2 
pyrazolin-5-one, 
3-Cyclopropyl-4-[(3-dimethylamii^^ethyl-4 5 5^ 
2-pyrazolin-5-one, 

3- Cyclopropyl-4-[(3-morpholinom^^l-4 5 54etramethylenepyrrol-2-yl)methylene] 
25 pyrazolin-5-one, 

3- Cyclopropyl-4-[(3-diethylaminomet^yl-4 5 5-tetramethylenepyrrol-2-yl)methylene]-2- 
pyrazolin-5-one, 

3- Cyclopropyl-4-{[3-(4-methyl-l-piper^inylmethyl)-4 5 54etramethylenepyrrol-2- 
yl]methylene}-2-pyrazolin-5-one, 
30 3-Cyclopropyl-4-{[3-(l-pyrrolidinyl)meth^-4 5 5-tetramethylenepyrrol-2-yl]methylene}- 
2-pyrazolin-5-one, 

3-Cyclopropyl-4-[(3-piperidinomethyl-4 5 5-te^amethylenepyrrol-2-yl)methylene]-2- 
pyrazolin-5-one 5 

3-Cyclopropyl-4-[(4-dimethylamino-4,5 5 6J-tet^ahydroindol-2-yl)methylene]-2- 
35 pyrazolin-5-one, 
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3- CVclopropyl-4-[(4-diethylaminoethyl-3 9 5-dimethylpyrro^ 
owazolin-5-one, 

3- Cyclopropyl-4-(3 ) 5-dibromo-4-hydroxyben2ylidene)-2-pyrazolin-5-one, 

3- CyclQpropyl -4-[(4-oxo-l 5 5 5 6 5 7-tetrahydroindol-2-yl)methylene]- 2-pyrazolin-5-one, 

3- Cyclopropyl -4-[(4-dimethylaminomethyl-^ 2- 

pyrazoiin-5-one, 

4- [(5-Chlor^yrrol-2-yl)methylene]-3-cyclopropyl-2-pyrazolin-5-one, 
3-Cycloprop^-4-[(5-trifluoromethylpy^ 
3-CyclopropyM-[4-(2-dimethylaminoethoxycarbonylpyr^ 

pyrazolin~5V>ne, 
3-Cyclopropyl-4\(4-(2-dimethylaminoeft^ 

pyrazolin-5-one, 
3-Cyclopropyl-4-[(Vethoxycarbonylinta^ 

3 -Cyclopropy 1-4- [3 -K2 -dimethylaminoethoxycarbony lindol-2-yl)methylene]-2-pyrazolin-5- 

one, \ 
3-Cyclopropyl-4-[3-(2\dimethylaminoethylaminocarbonylindol-2-yl)m 

pyrazolin-5-one, \ 
3-Cyclopropyl-4-[4-(4-morpholinoethoxycarbonylpyrrol-2-yl)me 
3-Cyclopropyl-4-[4-(4-m^ipholinoethylaminocarbonylpyrrol-2-yl^ 

5-one, V\ 
3-Cyclopropyl-4-[3-(4-mortL^inoethoxycarbony 
3-Cyclopropyl-4-[3-(4-morpn^ 

one, I \ 

3- Cyclopropyl-4-[(3,4-Diethowcarbonylpy^^ 

4- {[3-(2-Amino-2-carboxyethyWindol-2-yl]methylene}-3-cyclopropyl-2 
3-Cyclopropyl-4-[(5-ethoxy-4-methoxycarbonylmethyl-3-methoxyc^ 

yl)methylene]-2-pyrazolin-5-one, 

3- Cyclopropyl-4-[(5-chloro-4-methpxycarbonylmethyl-3-methoxyc 

yl)methylene]-2-pyrazolin-5-onoL 

4- [(3,5-Dimethyl-4-mo]^holinomethW 

one, \ 
4- { [(3 , 5 -Dimethy 1-4- [(4-methy 1- l-pipe\azinylmethyl)pyrrol-2-yl]methylene}-3-(3-pyridyl)- 

2-pyrazolin-5-one, \ 
4-[(3,5-Dimethyl-4-[(l-pyrrolidinylmethw^ -2- 

pyrazolin-5-one, \ 
4-[(4-Diethylaminomethyl-3,5-dimethylpyAol-2-yl)methylene]-3-(3-^ 

one, \ 
4-[(3,5-Dimethyl-4-piperidinomethylpyrrol-2Vl)methylene]-3-(3-pyrid 

one, \ 
4-[(4-Diethanolaminomethyl-3,5-dimethyl-pyrroi-2-yl)meth^ 

pyrazolin-5-one, \ 
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4X(3-Dimethylaminomethyl-4,5^ 



4-[(^Morpholinomethyl-4,5-tetramethylen^ 

pyrazolin-5-one, 
4-[(3-Dtethylaminomethyl-4,5-te^^ 

pyrazolin-5-one, 
4-{[3-(4-^thyl-l-piperazinylmethyl)-4,5-tetramethylenepy^ 

pyridy \p2 -pyrazolin-5 -one, 

3- (3-Pyridylm-{[3-(l-pyirolidinyl)^ 

pyrazolin-3tone, 

4- [(3-Piperidinc^ethyl-4,5-tetramethylenepyrrol-2-yl)methyk 

5 -one, \ 

4-[(4-Dimethylamrtio-4,5 5 6 ? 7-tetrahydroindol-2-yl)methylene] -3-(3-pyridyl)-2-pyrazolin-5- 

one, \ 
4-[(4-Diethylaminoet\yl-3 5 5-dimethylpyrrol-2-yl)methylen^ 

one, \ 
4-(3,5-Dibromo-4-hydroxybenzylidene)-3-(3-pyridyl)-2-pyrazolin-5-one, 
4-[(4-Oxo-l 5 5,6,7-tetrah^roindol-2-yl)methylene]-3-(3-pyridyl)-2-^ 
4-[(4-DimethylaminomethV^ 

5-one, ^ \ / 

4-[(4-Bromopyrrol-2-yl)met Wfene]-3-(3-pyridyl)-2-pyrazolin-5-one, 
4-[(4-Chloropyrrol-2-yl)metJiwene]-3-(3-pyridyl)-2-pyraz^ 
4-[(5-Chloropyrrol-2-yl)methyW 

3- (3-Pyridyl)-4-[(5-trifluorometlW^ 

4- [(4-Ethoxycarbonylpyirol-2-yl)W 

4-[4-(2-DimethylaminoethoxycarbcmylpyiTol-2-yl)methylene]-3-0 

one, \ 
4-[4-(2-DimethylaminoethylaminocaW 

pyrazolin-5-one, \ 
4-[(3-Ethoxycarbonylindol-2-yl)methylWe]-3-(3-pyridyl)-2-pyrazolin-5-one, 
4-[3-(2-Dimethylaminoethoxycarbonylim 

one, \ 
4-[3-(2-Dimethylaminoethylaminocarbon)W 

5-one, \ 
4-[4-(4-Morpholinoethoxycarbonylpyrrol-2-w)methylene]-3-(3-pyri 
4-[4-(4-Morpholinoethylaminocarbonylpyro 

one, \ 
4-[3-(4-Morpholinoethoxycarbonylindo 
4-[3-(4-MorpholinoethylaminocarbonyU^ 

one, \ 
4-[(3,4-Diethoxycarbonylpyrrol-2-yl)methylene]- 3-^3-pyridyl)- 2-pyrazolin-5-one, 
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4-{R-(2-Acetamido-2-methoxycarbonylethyl)indol-2-yl]methylene} 



pyrazolin-5-one, 
4-{[3-ta-Amino-2-carboxyethyl)in^ 
4-[(5-Emoxy-4-methoxycarbonylmethyl-3-meto^ 

pyrid\l)-2-pyrazolin-5-one, 
4-[(5-Chlc^-4-methoxycarbonylmethyl-3-m 3-(3- 

pyridyl)^2-pyrazolin-5-one, 
4-[(3,5-Dime^yl-4-morpholinomethylpyiTol-2-yl)methylene]-3-^ 
one, \ 

4-[(3,5-Dimeth^-4- {[(4-methyl-l -piperazinylmethyl)pyrrol-2-yl]methylene}-3-isopropoxy- 

2-pyrazolin-5V>ne, 
4-[(3,5-Dimethyl-4[(l-pyirolidinylmethylpyrrol-2-yl)methylen^ 

5 -one, \ 
4-[(4-DiethylaniinonMhyl-3,5-dimethyl-pyiTol-2-yl)methylene]-3-is 

5 -one, \ 
4-[(3,5-Dimethyl-4-(pi^ridinomethylpyrrol-2-yl)methylene]-3-i 

one, \ 
4-[(4-DiethanolaminometW-3,5-dim^ 

5-one, \L 
4-[(3-DimethylaminomethylL^ 

pyrazolin-5-one, ru 

3- Isopropoxy-4-[(3-moq)hojiiwmethyl-4,5-tetramethylenepyrr 2- 

pyrazolin-5-one, \ 

4- [(3-Diethylaminomethyl-4,5-t^ramethylenepyrrol-2-yl)methylene]-3- 

pyrazolin-5-one, \ 
3-Isopropoxy-4-{[3-(4-methyl-l-piWazinyl)methyl-4,5-tetramethylene 

yl]methylene}-2-pyrazolin-5-onev 
3-Isopropoxy-4-{[3-(l-pyrrolidinyl)nra^ 

pyrazolin-5-one, \ 

3- Isopropoxy 4-[(3-piperidinomethyl-4A-tetramethylenepyrrol-2-yl)methylene]- -2- 

pyrazolin-5-one, \ 

4- [(4-Dimethylamino-4 ? 5,6,7-tetrahydroinaol-2-yl)methylene] -3-isopropoxy-2-, 
pyrazolin-5-one, \ 

4-[(4-Diethylaminoethyl-3 5 5-dimethylpyrrol^2-yl)methylene]-3-isopropoxy-2- 

pyrazolin-5-one, \ 
4-(3 3 5-Dibromo-4-hydroxybenzylidene)-3-isop\ppoxy-2-p3n:azolin-5-one, 

3- Isopropoxy-4-[(4-oxo-l 5 5,6,7-tetrahydroindol^2-yl)methylene]- 2-pyrazolin-5-one, 

4- [(4-Dimethylaminomethyl-5-methylpyrrol-2-yl)taethylene]-3-isopropoxy-^ 

pyrazolin-5-one, \ 
4-[(4-Bromopyrrol-2-yl)methylene]-3-isopropoxy-2wyrazolin-5-one, 
4-[(4-Chloropyrrol-2-yl)methylene]-3-isopropoxy-2-pyrazolin-5-one 3 
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y 5 

Hi 



10 



15 



4-[p-Chloropyrrol-2-yl)methylene]-3-isopropoxy-2-pyrazolin-5-one, 

3- IsWopoxy-4-[(5-trifluoromethy^ 

4- [(4\Ethoxycarbonylpyrrol-2-yl)methylene]-3-isopropoxy-2-pyrazolin-5-one 5 
4-[4-Q-Dimethylamino 

one), 

4-[4-(2-ftimethylaminoethylaminocarbonyl^ 
pyrazalin-5-one, 

4-[(3-EthoWcarbonylindol-2-yl)methylene]-3-isopropoxy-2-pyrazolin-5-one, 
4-[3-(2-Din^thylaminoethoxycart^ 
one, 

4-[3-(2-Dimetfylaminoethylaminocart^ 
5-one, 

3-Isopropoxy-4-[^-(4-morpholinoethoxycarbon^ 
3-Isopropoxy-4-[4\(4-morpholino 
one, 

3-Isopropoxy-4-[3-(4rmorpholinoethoxycarbonylindol-2-yl)methylen^ 
3-Isopropoxy-4-[3-(4^oipholinoethylamin^ 
one, 



4-[(3,4-Diethoxycarbor 
20 4-{[3-(2-Amino-2-carb 



p^pfol-2-yl)methylene]-3-isopropoxy-2-pyrazolin-5-one, 
ethyl)indol-2-yl]methylene}-3-isopropoxy-2-pyrazolin-5-one, 
4-[(5-Ethoxy-4-methoxkckrbonylmeth^ 

isopropoxy-2-pyrazblim5-one, 
4-[(5-Chloro-4-methoxycarlWylmethyl^^ 
isopropoxy-2-pyrazolin-5\pne, 
25 44(3,5-Dimethyl-4-moipholinWiethylp 

4-[(3 5 5-Dimethyl-4-{[(4-methyl^l-piperazinylmethyl)pyrrol-2-yl]m 
pyrazolin-5-one, 

4-[(3,5-Dimethyl-4-[(l-pyrrolidin^lmethylpyrrol-2-yl)methylene]-3-ethoxy 
one, 

30 4-[(4-Diethylaminomethyl-3,5-dim^ 
one, 

4-[(3,5-Dimethyl-4-(piperidinomethyfbyrrol-2-yl)methylene]-3-ethoxy-2^^ 
4-[(4-Diethanc-laminomethyl-3 5 5-dime^yl-pyirol-2-yl)methylene]-3-ethoxy-2 
one, 

35 4-[(3-Dimethylaniinomethyl-4,5-tetra^ 
pyrazolin-5-one, 

3- Ethoxy-4-[(3-morpholinomethyl-4,5-tetr^ 2-pyrazolin- 

5-one, 

4- [(3-Diethylaminomethyl-4,5-tetramethy 
40 5-one, 
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3\Ethoxy-4- {[3-(4-methyl-l -piperazinyl)methyl-4,5-tetramethylenepyrrol-2-yl]methylene}- 



pyrazolin-5-one, 

3- Ethow-4-[(3-piperidinomethyl-4 ? 5-tetramethylenepyrrol-2-yl)m 2-pyrazolin-5- 

one,\ 

4- [(4-Dim^hylamino-4,5 5 6 5 7-tetrahydroindol-2-yl)methylene] -3-ethoxy-2-pyrazolin-5-one, 
4-[(4-Dieth^minoethyl-3,5-dimethylpyrrol-2-yl)methylene]- 
4-(3,5-Dibroino-4-hydroxybenzylidene)-3-ethoxy-2-pyrazolin-5-one, 
4-[(3,5-Dimeth\l-4-dimethylaminomefo^ 

one, \ 

3- Ethoxy-4-[(4-oxfe- 1 ,5,6,7-tetrahydroindol-2-yl)methylene]- 2-pyrazolin-5-one, 

4- [(4-Dimethylaminomethy 1-5 -methyl^ 

one, \ 

3- Ethoxy-4-[(5-trifluoromethylpyrrol^^ 

4- [4-(2-DimethylaminoWoxycarbonylp 

one, \ 
4-[4-(2-DimethylaminoetlwlaminocarbonylpyiTol-2-yl)methylene 

pyrazolin-5-one, \ 
4-[(3-Ethoxycarbonylindol-2\yl)methylene]-3-ethoxy-2-pyrazolin-5-one, 
4-[3-(2-Dimethylaminoethoxwarbony^ 
4-[3-(2-DimethylaminoethylamWcarbonylindol-2-yl)methylen^ 

one, V\\>/ 
3-Ethoxy-4-[4-(4-morpholinoeth )x^arbonylpyrrol-2-yl)methylene]-2-pyrazolin-5-one 5 
3-Ethoxy-4-[4-(4-morpholinoeth 4aimnocarbonylpyrrol-2-yl)methylene]-2-pyrazolin-5-one, 
3-Ethoxy-4-[3-(4-morpholinoethoxy(m^^ 

3- Ethoxy-4-[(5-methoxyindol-2-yl)memylene]- 2-pyrazolin-5-one, 

4- {[3,5-Dimethy l-4-(2-dimethylaminoemoxycarbonyl)pyrrol-2-yl]methylene} -3-ethoxy -2- 

pyrazolin-5-one, \ 

3- Ethoxy-4-[(indol-3-yl)methylene]-2-pyrazolin-5-one, 

4- {[3-(2-Acetamido-2-methoxycarbonylethw)m^ 

5-one, \ 
4-{[3-(2-Airiino-2-carboxyethyl)indol-2-^^ 
4-[(5-Ethoxy-4-methoxycarbonylmethyl-3-met^ 

ethoxy -2-pyrazolin-5-one. \ 
4-[(3-Dimethylaminomethyl-4,5-tetramethylenepwol-2-yl)methylen^ 

pyrazolin-5-one, \ 
4-[(3-Morpholinomethyl-4,54etramethylenep)^^ 

5 -one, \ 
4-[(3-Diethylaminomethyl-4,5-tetramethylenepy^ 

pyrazolin-5-one, \ 
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4V[3-(4-Methyl- 1 -piperazinylmethyl)-4,5-tetramethylenepyrrol-2-yl]methylene}-3- 
\yraziiiyI-2-pyrazoIin-5-one, 

3- Pyrazinyl-4-{[3-(l-pyrrolidinyl)m^ 

pyrazolin-5-one, 

4- [(3-Pi^ridinomethyl-4 5 5-tetramethylenepyrrol-2-yl)meth^ 

5-one\ 

4-[(4-Dim^ylamino-4,5,6,7-tetrahy^ 
one, \ 

4-[(4-Diethyl^inoethyl-3 5 5-dimethylpyrrol-2-yl)methylen^ 
one, \ 

4-(3,5-Dibromo-4Shydroxybenzylidene)-3-pyrazinyl-2-pyrazolin-5-one, 
4-[(4-Bromopyrrol^-yl)methylene]-3-pyrazinyl-2-pyrazolin-5-one J 
4-[(4-Chloropyrrol-2\yl)methylene]-3-pyrazinyl-2-pyraz^ 
4-[(5-Chloropyrrol-2-w)methylen^ 

3- Pyrazinyl-4-[(5-trifluVomethylpyrrol-2-yl)methylene]-2-pyrazolm^ 

4- [(4-Ethoxycarbonylpy^l-2-yl)methylene]-3-pyrazinyl-2-pyrazolin-5-one, 
4-[4-(2-Dimethylaminoetl^xycarbonylpyrrol-2-yl)methyle^ 

one, \ 
4-[4-(2-DimethylaminoethylWnoc^ 

5-one, \ \ 

4-[(3-Ethoxycarbonylindol-2-yl)tJ^ 
4-[3-(2-Dimethylaminoethoxyca^^^ 

4-[3-(2-DimethylaminoethylamiiloWbonylindol-2-yl)methylene]-3-^ 

5-one, \ 
4-[4-(4-Morpholinoethoxycarbonylp 
4-[4-(4-MorpholinoethylaminocarbonyV 

one, \ 
4-[3-(4-Morpholinoethoxycarbonylindol-^-yl)methylene]-3-pyrazinyW 
4-[3-(4-Morpholinoethylaminocarbon^ 

one, \ 
4-[(3,5-Dimethyl-4-ethoxycarbonylpyrrol-2-)d)methylene]-3-pyrazinyl -2-pyrazolin-5-one, 
4-{[3,5-Dirnethyl-4-(2-dimethylaminoethylarmnocarbonyl)pyrro 

pyrazinyl-2-pyrazolin-5-one, \ 
4-[(Lidol-3-yl)methylene]-3-pyrazinyl-2-pyrazolin-5-one, 
4-[(l-Methylindol-3-yl)methyIene]-3-py^^ 

3- Pyrazinyl-4-[(pyrrol-2-yl)methylene]-2-pyrazolm-5-one 5 

4- [(Indol-2-yl)methylene]-3-pyrazinyl -2-pyrazolin\5-one, 
4-[(3,4-Diethoxycarbonylpyrrol-2-yl)methylene]- 3-Wazinyl-2-pyrazolin-5-one, 
4-{[3-(2-Acetamido-2-methoxycarbonylethyl)indol-2wl]methylene}-3- pyrazinyl -2- 

pyrazolin-5-one, \ 
4-{[3-(2-Amino-2-carboxyethyl)indol-2-yl]methylene}^- pyrazinyl -2-pyrazolin-5-one, 
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\[(5-Ethoxy-4-methoxycarbonylmethyl-3-meth^ 
\pyraziny! -2-pyrazolin-5-one, 
4-[(vChloro-4-methoxycarbonylmethyl-3-^ 

pyrazinyl-2-pyrazolin-5-one, 
4-[(4-Btemopyirol-2-yl)methylene]-3-(imidazol-2-yl)-2-pyrazo^ 
4-[(4-ChWopyrrol-2-yl)m 
4-[(5-Chlor^yrrol-2-yl)methylene]-3-^^ 
3-(Imidazol-^yl)-4-[(5-trifluoromethylpyrrol-2-yl)m 

3- (Imidazol-2-^)-4-[(4-ethoxycarbonyl^ 

4- [4-(2-Dimethyl^minoethoxycarbonylpyrro^ 

pyrazolin-5-o 

4-[4-(2-Dimethylan^ioethylaminocarbonylpyxrol-2-yl)methylene] 
pyrazolin-5-one, 

4-[(3-Ethoxycarbonylii^ol-2-yl)methylene]-3-(imidazol-2-yl)-2-pyrazolin^ 
4-[3-(2-Dimethylaminoet^oxycarbonylindol-2-yl)methylene]-3-^ 
5-one, 

4-[3-(2-Dimethylaminoethy^minocarbonylindol-2-yl)methylene]-3-(im 

pyrazolin-5-one, 
3-(Imidazol-2-yl)-4-[4-(4-morpi 

one, 

3-(Imidazol-2-yl)-4-[4-(4-morph 
pyrazolin-5-one 3 

3-(Imidazol-2-yl)-4-[3-(4-morpholino^hoxycarbonylindol-2-yl)m 
one, 

3- (Imidazol-2-yl)-4-[3-(4-morpholinoeth^ 

pyrazolin-5-one, 

4- [(3,5-Dimethyl-4-ethylpyrrol-2-yl)met^ 

3- (Imidazol-2-yl)-4-[(l-methylindol-3-yl)metWlene]-2-pyrazolin- 

4- [3 5 5-Dimethyl-4-ethoxycarbonylpyirol-2-yl)i^ethylene]-3-(imidazol-2-yl) -2-pyrazolin-5- 

one 5 

3-(Imidazol-2-yl) -4-[(5-methoxyindol-2-yl)meth)Jene]- 2-pyrazolin-5-one, 

3- (Imidazol-2-yl) -4-[(4 5 5-tetramethylenepyrrol-2-^methylene]-2-pyrazolin-5-one, 

4- {[3,5-Dimethyl-4-(2-dimethylaminoethoxycarbon^)pyrrol-2-yl]methy 

2-yl)-2-pyrazolin-5-one, 
4-{[3,5-Dimethyl-4-(2-dimethylaminoefo^ 

(imidazo]-2-yl)-2-pyrazolin-5-one, 
3-(Imidazol-2-yl)-4-[(indol-3-yl)methylene]-2-pyrazolin-5\one, 
3-(Imidazol-2-yl)-4-[(pyrrol-2-yl)methylene]-2-pyrazolin-5ADne, 

3- (Imidazol-2-yl)-4-[(indol-2-yl)methylene]-2-pyrazolin-5-or 

4- [(3,4-Diethoxycarbonylpyrrol-2-yl)methylene]-3-(imidazol-3tyl))- 2-pyrazolin-5-one, 



pUnoethoxycarbonylpyrrol-2-yl)methylene]-2-pyrazolin-5- 
oethylaminocarbonylpyrrol-2-yl)methylene]-2- 
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4\{[3-(2-Acetamido-2-methoxycarbonylethyl)indol-2-yl]methylene} -3- (imidazol-2-yl) -2- 



4-{R<2-Arnino-2-carboxyethyl)indol-2-yl]methylene}-3-(imidazol-2 
4-[(5\Ethoxy-4-methoxycarbonylmethyl-3-m 

(imidazol-2-yl) -2-pyrazolin-5-one, 
4-[(5-Cr^oro-4-methoxycarbonylmethyl-3-methoxycarbonylpyr^ 

(imidazol-2-yl)-2-pyrazolin-5-one, 
4-[(4-BronTOpyrrol-2-yl)methylene]-3-(l-methylcyclopropyl)-2-p>r 
4-[(4-ChlonWirol-2-yl)methyle^ 
4-[(5-ChloropWol-2-yl)methylene]^^ 

3- (l-Methylcy^propyl)-4-[(54rifluoromethylpyrrol-2-yl)methylen^ 

one, V 

4- [(4-Ethoxycarb<WlpyrroW 

one, \ 
4-[4-(2-Dimethylammoethoxycarbon^ 

2-pyrazolin-5-one\ 
4-[4-(2-Dimethylamino\thylamm^ 

methylcyclopropyl)-^rpyrazolin-5-one, 
4-[(3-Ethoxycarbonylindo^2-yl)methylene]-3-(l-methylcyclopropyl)-2-py^ 

one ' v\ 
4-[3-(2-Dimethylaniinoetho^ 

2-pyrazolin-5-one, \*vi 
4-[3-(2-Dimethylaminoethylammocarbonylindol-2- 

methylcyclopropyl)-2-pyrazolin-5-one, 
3-(l-Methylcyclopropyl)-4^4-(4-m^ 

pyrazolin-5-one 5 \ 
3-(l-Methylcyclopropyl)-4-[4-(4-morpholinoethylaminocarbonylpy^ 

yl)methylene]-2-pyrazolin-5-one, A 
3-(l-Methylcyclopropyl)-4-[3-(4-morplroH^ 

pyrazolin-5-one 3 \ 

3- (l-Methy]cyclopropyl)-4-[3-(4-morphol\noethylaminocarbonylind^ 

2-pyrazolin-5-one ? \ 

4- [(3,5-Dimethyl-4-ethylpyrrol-2-yl)meft^ 

5-one, \ 

3- (l-Methylcyclopropyl)-4-[(l-methyH 

4- [3,5-Dimethyl-4-ethoxycarbonylpyrrol-2-yl)m^ -2- 

pyrazolin-5-one 5 \ 
4-[(5HMethoxyindol-2-yl)methylene]-3-(l-methyWclopropyl)-2-pyrazolin-5-one, 

3- (l-Methylcyclopropyl) -4-[(4 J 5-tetramethylenepWol-2-yl)methylene]-2-pyrazolin-5-on^ 

4- {[3,5-Dimethyl-4-(2-dimethylamin^ 

methylcyclopropyl)-2-pyrazolin-5-one ? \ 
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4v{[3 5 5-Dimethyl-4-(2-dimethylaminoethylaminocarbonyl)pyr^ 

\ methylcyclopropy1)-2-pyrazoIin-5-one, 
4-[fandol-3-yl)methylene]-3-(l-methylcyd^ 

4-[(P^ol-2-yl)methylene]-3-(l-methylcyclopropyl)-2-pyrazolin-5-one, 
4-[(Infol-2-yl)methylene]-3-(l -methyl 

4-[(3,4-^iethoxycarbonylpyrrol-2-yl)^ 2-pyrazolin-5- 
one, 

4-{[3-(2-^etamido-2-methoxycarbonylethyl)indol-2-yl]methylene^ 

methylcyclopropyl) -2-pyrazolin-5-one, 
4- {[3-(2-Amiho-2-carboxye 

pyrazolin-5^one : 
4-[(5-Ethoxy-4-iWhoxycarbonylmethyW 

methylcycloprcu^yl) -2-pyrazolin-5-one, 
44(5-Chloro~4-metl\pxycar^ 

methylcyclopropw)-2-pyrazolin-5-one, 
4-[(3,5-Dimethyl-4-m^holinometo^^ 
4-{[3,5-Dimethyl-4-(4-\iethyl-l^^ 

pyrazolin-5-one, 
4- { [3 5 5 -Dim ethy l-4-( 1 -py^^ 

5 -one, 

4-[(4-Diethylaminomethyl-3|^-d^ 
one, 

4-[(3,5-Dimethyl-4-piperidiii< 
4-[(4-Diethanolam inomethy 1- 
one, 

4-[(3-Dimethylaminomethyl-4 5 5-tet\amethylenepyrro 
pyrazolin-5-one, 

3- (2-Furyl)-4-[(3-moipholinomethyl^ 

5-one, 

4- [(3-Diethylaminoethyl-4,5-tetramethyl^epyrrol-2-yl)methylene]-3-(^ 

5-one, 

3-(2-Furyl)-4-{[3-(4-methyl-l-piperazinyh^ 

yl]methylene}-2-pyrazolin-5-one, 
3-(2-Furyl)-4- {[3-( 1 -pyrrolidinyl)methyl-4,5-t^tramethylenepyrrol-2-yl]methylene}-2- 

pyrazolin-5-one, 

3- (2-Furyl)-4-[(3-piperidinomethyl-4,54etr^ 

one, 

4- [(4-Qimethylamino-4,5,6,7-tetrahydroindol-2-yl)A^ethylene] -3-(2-furyl)-2-pyrazolin-5- 

one, 

4-[(4-Diethylaminoethyl-3,5-dimethyl^^ 

4-P,5-Dibromo-4-hydroxybenzylidene)-3-(2-furyl)-2-pV^olin-5-one, 



oi^thylpyrrol-2-yl)methylene]-3-(2-fe 
-3,5\dimethylpyrrol-2-yl)mefo^ 
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^2-Furyl)-4-[(4-Oxo-l J 5 5 6;7-tetrahydroindol-2-yl)methylene]- 2-pyrazolin-5-one, 

3- fe-Furyl)-4^(4-DimethyIarn^^^ 2-pyrazolin- 

5rone 5 

4- [(4^romopyrrol-2-yl)methylene]-3-(2-furyl)-2-pyrazolin-5-one, 
4-[(4-&loropyiTol-2-yl)meth^^ 
4-[(5-ClWopyiTol-2-yl)metiiylen^ 

3- (2TuiyIV4-[(54rifluoromethylpyiTol-2-yl)methylene]-2 

4- [(4-EthoAcarbonylpyrrol^^ 
4-[4-(2-Dim^ylaminoethoxycarbonyl^ 

one, \ 
4-[4-(2-Dimeth>^minoethylaminoc^ 
5-one, \ 

4-[(3-Ethoxycarbon\lindol-2-yl)methylene]-3-(2-furyl)-2-pyrazolm^ 

4-[3-(2-DimethylamirtoethoxycaA^ 

4-[3-(2-Dimethylaminrethy^ 

one, \ 
3-(2-Furyl)-4-[4-(4-morplTOlino^ 

3-(2-Furyl)-4-[4-(4-morpho^ioethylaminocarbonylpyiro 

one, \ 
3-(2-Fuiyl)-4-[3-(4-morpholinrefo^ 
3-(2-Furyl)-4-[3-(4-moipholino<^^ 



one. 



4-[(3,5-Dimethyl-4-ethy]pyn-ol-2-y 
3 
4 



LV _ 3 ^ J . rj y thylene]-3-(2-furyl)-2-pyrazolin-5-one, 

(2-Furyl)-44(l-niethylindol-3-yl)i™mylene]-2-pyrazolin-5-on^ 
[3 5 5-Dimethyl-4-ethoxycarbonyl{Jy^ 

(2-Furyl)-4-[(5Miiethoxyindol-2-yl)mkhylene]-2-pyrazolin-5-one, 
(2-Furyl)-4-[(4,54etramethylenepyrrol-Vyl)methylene]-2-pyrazolin-5-on^ 
{[3,5-Dimethyl-4-(2-dimethylaminoetho\ycarbonyl)pyrrol-2-yl]methylene}-3- 
pyrazolin-5-one, 
4-{[3 5 5-Dimethyl-4-(2-dimethyte 

furyl)-2-pyrazolin-5-one, 
3-(2-Furyl)-4-[(indol-3-yl)methylene]-2-pyrazoHn-5-one 3 
3-(2-Fuiyl)-4-[(pyiTol-2-yl)methylene]-2-pyrazorm-5-one, 

3- (2-Furyl)-4-[(indol-2-y])methylene]-2-pyrazolin\5-one, 

4- [(3,4-Diethoxycarbonylpyrrol-2-yl)m 

4-{[3-(2-Acetamido-2-methoxycarbonylethyl)indol-^yl]methylene}-3- (2-furyl) -2- 

pyrazolin-5-one, 
4-{[3-(2-Ajiiino-2-carboxyethyl)indo 
4-[(5-Ethoxy-4-methoxycarbonylmethyl-3-meto^ 

furyl) -2-pyrazolin-5-one, 
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[(5-Chloro-4-methoxycarbonylmethyl-3^^ 



\ furyl)-2-pyrazolin-5-one, 
4-[^5-Dimethyl-44(morpholinomethylpyrrol-2-yl)methyk 
oHe, 

4-[(3,^imethyl-4-(4-methyl-l-pipe^ 

pyrasolin-5-one, 
4-[(3 ) 5-Drtnethyl-4-(l-pyrrolidinylmethylpyrrol-2-yl)m 

5-one, \ 

4-[(4-DiethyWiinomethyl-3 5 5-dimethylpyrrol-2-yl)meth^ 
one, \ 

4-[(3,5-Dimeth^4-piperidinomethylpyrrol-2-yl)methylene]-3-(2-thieny0 
one, \ 

4-[(4-DiethanolamVomethylo,5-dimethylpyirol-2-yl)methyle 

5-one, \ 
4-[(3-DimethylaminoW^ 

pyrazolin-5-one 5 \ 
4-[(3-MorpholinomethylM,5-tetramethylenepyrrol-2-yl)methylene]-3-^ 

pyrazolin-5-one, \ 
4-[(3-Diethylaminomethyl-\5-tetramethylenepyrrol-2-yl)methy 

pyrazolin-5-one, x \ / 

4-{[3-(4-Methyl-l-piperazinylpelKyl)-4, 

thienyl)-2-pyrazolin-5-one,l \ \ 
4-{[3-(l-PyiTolidinylmethyl)-4J5-retramethylenepyrrol-2-yl]me 

pyrazolin-5-one, \ 
4-[(3-Piperidinomethyl-4,5-tetrametlM 

5-one, \ 
4-[(4-Dimethylamino-4,5 ; 6 ? 7-tetrahydroindol-2-yl)methylene] -3-(2-thienyl)-2-pyrazolin-5- 

one, \ 
4-[(4-Diethylaminoethyl-3,5-dim^ 

one, \ 
4-(3,5-Dibromo-4-hydroxybenzylidene)-3-(2Wenyl)-2-pyrazolin-5-one, 
4-[(4-Oxo-4,5,6,7-tetrahydroindol-2-yl)methylVie]-3-(2- thienyl)-2-pyrazolin-5-one, 
4-[(4-Dimethylaminomethyl-5-methylpyrrol-2-ynmethylene]-3-(2- thienyl)-2- 

pyrazolin-5-one, \ 
4-[(4-Bromopyrrol-2-yl)methylene]-3-(2-thienyl)-2^yrazolin-5-one, 
4-[(4-Chloropyrrol-2-yl)met^ 

4-[(5-Chloropyrro]-2-yl)methylene]-3-(2-thienyl)-2-pVazolin-5-one, 

3- (2-Thienyl)-4-[(54rifluoromethy]pyrc^ 

4- [(4-Ethoxycarbony]pynol-2-yl)methylene]-3-(2-thieny^-2-pyrazolin-5-one, 
4-[4-(2-Dimethylaminoethoxycarbonylpyro 



one : 
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V[4-(2-Dimethylaminoethylaminocarbonylpyrrol-2-yl)methylene]-3-(^ 

\pyrazolin-5-one, 
4-[(^Ethoxycarbonylindol-2-yl)methylene]-3-(2-t^ 
4-[3-^-Dimethylaminoethoxycarbonylindol-2-yl)methylene]-3-(2-thieny 
onev 

4-[3-(2-I^methylaminoethylaminocarbonyl^^ 
5-one\ 

4-[4-(4-Momholinoethoxycarbonylpyrrol-2-yl)methylene]-3-(2-thienyl) 
4-[4-(4_Mor™olinoethylaminocarbonylpyrrol-2-yl)methylene] 

one, \ 
4-[3-(4-Morpho)moethoxycarbonylin^ 

4-[3-(4-MoipholihDethylaminocarbonylindol-2-yl)methylene]-^ 

one, \ 
4-[(3 5 5-Dimethyl-4-^hylpyrrol^^ 

4-[(l-Methylindol-3-^methylene]-3-(2-thienyl)-2-pyr^^ 
4-[3,5-Dimethyl-4-eth(^ycarbonylpyrrol-2-yl)methyl 
4-[(5-Methoxyindol-2-yF)m^ 
4-[(4,5-TetramethylenepyVol-2-y^ 

4-{[3 5 5-Dimethyl-4-(2-dim^hylaminoethoxycarbonyl)pyrrol-2-yl]m 

-2-pyrazolin-5-one, \ 
4-{[3,5-Dimethyl-4-(2-dimeth^ 

thienyl) -2-pyrazolin-5-one, 
4-[(Indol-3-yl)methylene]-3-(2-t^Aiyl)-2-pyrazolin-5-one ? 
4-[(Pyrrol-2-yl)methylene]-3-(2-th^nyl)-2-pyrazolin-5-one, 
4-[(Indol-2-yl)niethylene]-3-(2-thieiwl) -2-pyrazolin-5-one, 
4-[(3,4-DiethoxycarbonylpyiTol-2-yl)m^ 
4-{[3-(2-Acetamido-2-methoxycarbon^thyty^ 

pyrazolin-5-one 5 \ 
4-{[3-(2-Amino-2-carboxyethyl)indol-2-y^ 
4-[(5-Ethoxy-4-methoxycarbonylmethyl-3-^ 

thienyl) -2-pyrazolin-5-one, \ 
4-[(5-Chloro-4-methoxycarbonylmethyl-3-^ 

thieny l)-2-py razol i n-5 -one, \ 
4-[(4-Bromopyrrol-2-yl)methylene]-3-cyclopropWy-2-pyrazolin-5-one 5 
4-[(4-Chloropyrrol-2-yl)methylene]-3-cyclopropoW-2-pyrazolin-5-one J 
4-[(5-Chloropynol-2-yl)methylene]-3-cyclopropoxV2-pyrazolin-5-one, 
3-Cyclopropoxy-4-[(5-trifluoromethylpyrrol^^ 

3-Cyclopropoxy-4-[(4-ethoxycarbonylpyrrol-2-yl)memylene]-2-pyrazolin-5-one, 
3-Cyclopropoxy-4-[4-(2-dimethylaminoetto 

5 -one, \ 
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\ 

3 
3 



Cyclopropoxy-4-[4-(2-dimethylaminoethylamin^ 



pyrazolin-5-one, 



'clopropoxy-4-[(3-ethoxycarbonylindol-2-yl)methylene]-2-pyrazolin-5-one, 
■CVlopropoxy-443-(2<limethylaminoeth^ 
5-bne, 

■Cyclroropoxy-4-[3-(2-dimethylaminoethy^ 
pyrazblin-5-one. 

■Cyclopr^oxy-4-[4-(4Miioipholinoethoxycarbonylpyrrol-2-yl)methylene]-2-^ 
one, 

■Cyclopropo^-4-[4-(4-morpholinoethylam^ 
5-one, 

■Cyclopropoxy-\43-(4-morpholinoethoxycarbonylindol-2-yl)methylene]-2-pyrazo 
one, 

■Cyclopropoxy-4^\(4-morpholinoethylaminocarbonylindol-2-yl)methylene]-2-^ 
5-one, 

■Cyclopropoxy-4-[(3Adimethyl-4-eth^ 

-Cyclopropoxy-4-[(l -mXthylindol-3-yl)methylene]-2-pyrazolin-5-one, 
-Cyclopropoxy-4-[3,5-di\ethyl-4-ethoxyc^^ 
one, 



■CycIopropoxy-4-[(5-metho> 
•Cyclopropoxy-4-[(4,5-tetrar t 



Ldol-2-yl)methylene]-2-pyrazolin-5-one, 
iylenepyrrol-2-yl)methylene]-2-pyrazolin-5-one, 
■Cyclopropoxy-4-{[3,5<lime¥hA^ 
yl]methylene}-2-pyrazolin-5-or 
-Cyclopropoxy-4-{[3 3 5-Dimethyl-4^2-dimethylaminoethylaminocarbonyl)py^ 

yl)methylene]-2-pyrazolin-5-one, 
■Cyclopropoxy-4-[(indol-3-yl)methyleAe]-2-pyrazolin-5-one, 
•Cyclopropoxy-4-[(pyirol-2-yl)methyleneJ-2-pyrazolin-5-one, 
■Cyclopropoxy-4-[(Indol-2-yl)methylene]^2-pyrazolin-5-one J 
■Cyclopropoxy-4-[(3,4-diethoxycarbonylpyrTO^^ 

■{[3-(2-Acetaniido-2-methoxycarbonylethyl)^dol-2-yl]methylene}-3-cyclopropoxy -2- 

pyrazolin-5-one, 
■{[3-(2-Amino-2-carboxyethyl)indol-2-yl]m 

■Cyclopropoxy-4-[(5-Ethoxy-4-methoxycarbonyl^ethyl-3-methoxycarbonylpyrrol-2- 

yl)methylene]-2-pyrazolin-5-one, 
■[(5-Chloro-4-methoxycarbonylmethyU^ 

cyclopropoxy-2-pyrazolin-5-one, 
■[(4-Bromopyn-ol-2-yl)niethylene]-3-[2-(5-pyrimidinyl^yl)]-2-pyrazolin-5-one, 
■[(4-Chloropyrrol-2-yl)methylene]^ 

■[(5-Chloropyrrol-2-yl)niethylene]-3-[2-(5-pyrimidinyleth^]-2-pyrazolin-5-on^ 
[2-(5-pyrimidinylethyl)]-4-[(5-ta^ 

{(4-Ethoxycarbony]pyrrol-2-yl)methylene]-3-[2-(5-pyrimidinwethy 
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4>^-(2-Dimethylaminoethoxyc^ 



4-[4-te-Dimethylaminoethylaminocarbonylpyrrol-2-yl)m 

pynmidinylethyl)]-2-pyrazolin-5-one J 
4-[(3-Etftoxycarbonylindol-2-yl)methylene]- 3-[2-(5-pyrimidinylethyl)]-2-pyrazolin-5-one 5 
4-[3-(2-Dih^ethylaminoethoxycarbonylindol-2-yl)methylene]-3-[2-(5-pyri 
pyrazoliV5-oiie, 

4-[3-(2-DinieWlaminoethylaminocarbonylindol-2-yl)methylene]-3-[2-(5 

pyrimidinylkhyl)]-2-pyrazolin-5-one ? 
4-[4-(4-MorpholiWetho^ 3-[2-(5-pyrimidinylethyl)]- 2- 

pyrazolin-5-onX 

4-[4-(4-Moipholino^ylaminocarbonylpyrrol-2-yl)methylene]- 3-[2-(5-pyrimidinylethyl)]- 
2-pyrazolin-5-one\ 

4-[3-(4-MorpholinoelhoWcarbonylindol-2-yl)methylene]- 3-[2-(5-pyrimidinylethyl)]-2- 

pyrazolin-5-one, \ 
443-(4-Morpholinoelhylan^ocarbonylindol-2-yl)methylene]- 3-[2-(5-pyrimidinylethyl)]-2- 

py razo 1 i n- 5 -o n e 5 \ 
44(3 J 5-Dimethyl-4-ethy]pynoK2-yl)methylene]- 3-[2-(5-pyrimidinylethyl)] -2-pyrazolin-5- 

one, \ 
4-[(l -Methylindol-3-yl)methylene\ 3-[2-(5-pyrimidinylethyl)] - 2-pyrazolin-5-one, 
4-[3 5 5-Dimethyl-4-ethoxycarbonylpW^-2-yl)methylene]- 3-[2-(5-pyrimidinylethyl)] -2- 

pyrazol i n-5 -one, 

4-[(5-Methoxyindol-2-yl)methylene]- J%-(5-pyrimidinylethyl)] -2-pyrazolin-5-one, 

3- [2-(5-pyrimidinylethyl)] -4-[(4,5-tetiW&hylenepyrro^ 

4- {[3,5-Dimethyl-4-(2-dimethylamm^^ 

pyrimidinylethy])] -2-pyrazolin-5-one, \ 
4-{[3,5-Dimethyl-4-(2-dimethylaminoeft^ 

pyrimidinylethy])] -2-pyrazolin-5-one, \ 
4-[(Indol-3-yl)methylene]- 3-[2-(5-pyrimidinyletnyl)]-2-pyrazolin-5-one, 

3- [2-(5-pyrimidinylethy0^ 

4- [XIndol-2-yl)methylene]-342-(5-pyrim 
4-[(3,4-Diethoxycait>onylpyiTol-2-yl)m 

one, \ 
4-{[3-(2-Acetamiclo-2-methoxycarbonyleft^ 

pyrimidinylethyl)] -2-pyrazolin-5-one, \ 
4-{[3-(2-Amino-2-carboxyethyl)indol-2-^^^ 

pyrazolin-5-one, \ 
4-[(5-Ethoxy-4-methoxycarbonylmethyl-3-methoxycarbonylpWol-2-yl)methylene] [2- 

(5-pyrimidinylethyl)]-2-pyrazolin-5-one s \ 
4-[(5-Chloro-4-methoxycarbonylmethyl-3-methoxycarbonylpyrroi- [2-(5- 

pyrimidinylethyl)]-2-pyrazolin-5-one, \ 



iyrazclin-5-onc. 
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4-[M-Bromopyrrol-2-yl)methylene]-3-(2-phenylethyl)-2-pyrazolm^ 

4-[(^Ch!oropyiTol-2-yl)rnethylene]-3-(2-phenyiethyl)^ 

4-[(5-(£hloropyixol-2-yl)methylene]-3-(2-phenyle 

3- (2-ph\nylethy])-4-[(5-trifluoromethylpyrrol-2-yl)methylen^ 

4- [(4-EtTOxycarbonylpyrrol-2-yl)methylene]-3-(2-phenylethyl)-2-^ 
4-[4-(2-Di\iethylaminoethoxycarbo 

pyrazohV-5-one, 

4-[4-(2-Dim^ylaminoethylaminocarbonylpyiTol-2-yl)methylene]- 
pyrazolin-%one, 

4-[(3-Ethoxycarbonylindol-2-yl)methylene]- 3-(2-phenylethyl)-2-pyrazolin-5-one, 
4-[3-(2-Dimethyl\minoed 
5-one, \ 

4-[3-(2-Diniethylaii^ioethylaminocarbonylindol-2-yl)methylene]-3-(2-ph^ 
pyrazol in-5 -one, \ 

4-[4-(4-Moipholinoetho^ycarbonylpyrrol-2-yl)methylene]-3 2-pyrazolin- 

one, \ 
4-[4-(4-Moipholinoethylaminocarbonylp 

pyrazol i n-5 -one, \ 
4-[3-(4-Morpholinoethoxyca\bonylindol-2-yl)methylene]-3-(2-phen 

one, \ 
4-[3-(4-Morpholinoethylaminorarbonylindol-2-yl)methylene]-3-(2-phenylethy 

pyrazol i iij-5 -o ne, \ / a 

4-[(l-Methylindol-3-yl)methyleney3^ 
4-[3 3 5-Dimethyl-4-ethoxycarbo 

one, f \ 

4-[(5-Methoxyindol-2-yl)methylene]- V(2-phenylethyl) -2-pyrazolin-5-one, 

3- (2-phenylethyl) -4-[(4 5 5-tetramethyle^pyrrol-2-yl)methylene]-2-pyrazolin-5-one, 

4- {[3,5-Dimetiiyl-4-(2-dimediylaminoet™^ 

phenylethyl)-2-pyrazolin-5-one, \ 
4-{[3,5-Dinietfiyl-4-(2-dimediylaminoeto^ 

phenylethyl)-2-pyrazolin-5-one, \ 
4-[(Indol-2-yl)methylene]-3-(2-phenylethyl)-2\pyrazolin-5-one 5 
4-[(3,4-Diethoxycarbonylpyrrol-2-yl)^ 
4-{[3-(2-Acetamido-2-methoxycarbonylethyl)^^ 

pyrazol in-5 -one, \ 
4-{[3-(2-Amino-2-carboxyethyl)indol^^ 

one, \ 
4-[(5-Ethoxy-4-medioxycarbonylmethyl-3-meft^ (2- 

phenylethyl)-2-pyrazolin-5-one, \ 
4-[(5-Chloro-4-methoxycarbonylmethyl-^^ 3- (2- 

phenylethyl)-2-pyrazolin-5-one, \ 



2079.1025001 



# 



-201- 




4-ft4-Bromopyrrol-2-yl)methyle^ 
4-[R-Ch!oropy 1T oW 

4-[(5^Chloropyn-ol-2-yl)methylene]0-[2-(4-hydroxyphenyl)ethyl] -2-pyrazolin-5-one, 

3- [2-(4hydroxyphenyl)ethyl]-4-[(5-trifluoromethylpy^ 

one\ 

4- [(4-Ethtoycarbonylpyrrol-2-yl)m 

one, \ 

4-[4-(2-DimVhylaminoethoxycarbony^ 

hydroxypllenyl)ethyl]-2-pyrazolin-5-one J 
4-[4-(2-Dimeth\laminoethylaminocarbonylpyrrol-2-yl)methylene]-3- 

hydroxyphen\l)ethyl]-2-pyrazolin-5-one, 
4-[(3-Ethoxycarbolay]iiidol-2-yl)methylene]- 3-[2-(4-hydroxyphenyl)ethyl]-2-pyrazolin-5- 

one, \ 
4-[3-(2-Dimethylamm^ 

2-pyrazolin-5-oneA 
4-[3-(2-Dimethylamino^iylaminocarbonylindol-2-yl)methylene]-3-[2-(4- 

hydroxyphenyl)ethyl]^2-pyrazolin-5-one, 
3-[2-(4-hydroxyphenyl)eth^ 2- 

pyrazolin-5-oiie, \\ / 

3-[2-(4-hydroxyphenyl)ethyl] ^[4-(4-moipholinoethylaminocarbonylpyrrol-2- 

yl)jnethylene]-2-pyrazolii -5\one, 
3-[2-(4-hydroxyphenyl)ethyl]L4-[V(4-morpholinoethoxycarbonylm^ 

pyrazolin-5-one 5 \ 

3- [2-(4-hydroxyphenyl)ethyl]-4-[3-(W 

2-pyrazolin-5-one ; \ 

4- [3 5 5-Dimethyl-4-ethoxycarbonylpyrro\-2-yl)methylene]- 3-[2-(4-hydroxyphenyl)ethyl] -2 

pyrazolin-5-one, \ 
3-[2-(4-hydroxyphenyl)ethyl]-4-[(5-methowindol-2-yl)methylene]- 2-pyrazolin-5-one, 

3- [2-(4-hydroxyphenyl)ethyl]-4-[(4 3 5-tetrarAthylenepy^ 

one, \ 

4- {[3,5-Diniethyl-4-(2-dimethylaminoeto^ 

hydroxyphenyl)ethyl]-2-pyrazolin-5-one, \ 
4-{[3,5-Dimethyl-4-(2-dimethylaminoethylaminoWbonyl)pyrrol-2-yl)m 

hydroxypheny!)ethyl]-2-pyrazolin-5-one, \ 
4-[(3 3 4-Diethoxycarbonylpyrrol-2-yl)methylene]- 3-f2-(4-hydroxyphenyl)ethyl]- 2- 

pyrazolin-5-one, \ 
4-{[3-(2-Acetamido-2-methoxycarbonylethyl)indol-2-yUmethylene}-3-[2-(4- 

hydroxyphenyl)elhyl] -2-pyrazolin-5-one, \ 
4-{[3-(2-Ariiino-2-carboxyethyl)indol-2-yl]methylene}-3A2-(4-hydroxyphenyl)e -2- 

pyrazolin-5-one, \ 
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■-[(5-Ethoxy-4-methoxycarbonylinethyl-3-methoxycarbonylpyrrol-2-yl)^ -3- [2- 



4-k5-Chloro-4-methoxycarbonylmethyl-3-m 3- [2- 

M-hydroxyphenyl)ethyl]-2-pyrazolin-5-one 3 
5 3-[2-M-aminophenyl)ethyl]-4-[(4-bromopyrrol-2-yl)methylene] -2-pyrazolin-5-one, 
3-[2-(4aminophenyl)ethyl]-4-[(4-chloropyrrol-2-yl)methylene^ 2-pyrazolin-5-one, 
3-[2-(4-^inophenyl)ethyl]-4-[(5-chloropyrrol-2-yl)m 
3-[2-(4-aminophenyl)ethyl]-4-[(5-trifluoromethyl^ 
3-[2-(4-an^iophenyl)ethyl]-4-[(4-eth^ 
10 3-[2-(4-amirophenyl)ethyl]-4-[4-(2-d^ 
2-pyrazolm-5-one, 
3-[2-(4-aminoi^enyl)ethyl]-4-[4-(2-dimethylaminoethylam 

yl)methylenq- 2-pyrazolin-5-one, 
3-[2-(4-aminopheXyl)ethyl]-4-[(3-ethoxycarbonylindol-2-yl)methylene]-2 
15 3-[2-(4-aminophenw)ethyl]-4-[3-(2-dimethylaminoetho 2- 
pyrazolin-5-one, \ 
3-[2-(4-aminophenyl)^hyl]^ 

ene]-2-pyrazolin-5-one 5 
3-[2-(4-aminophenyl)ethyl]- 4-[4-(4-morpholinoethoxycarbonylpyrrol-2-yl)methylene]-2- 
20 pyrazolin-5-one 5 \ 

3-[2-(4-aminophenyl)ethyl]^MV(^morpholinoethylam 

2 -pyrazo lin-5 -one, \r\ 
3-[2-(4-aminophenyl)ethyl]-4M^ 
pyrazolin-5-one 5 / \ 

25 3-[2-(4-aminophenyl)ethyl]-4-[3-M-morpholinoethylaminocarbon 
2 -pyrazo lin-5 -one, \ 
3-[2-(4-aminophenyl)ethyl]-4-[(5-m^oxyindol-2-yl)methylene] 
3-[2-(4-aminophenyl)ethyl]-4-[(4 5 5-tet^methylenepyiTol-2-yl)methyl^ 
one, \ 
30 3-[2-(4-aminophenyl)ethyl]-4-{[3 5 5-dimeW pyrrol-2- 
yl]methylene}-2-pyrazolin-5-one, \ 
3-[2-(4-aminophenyl)ethyl]-4-{[^^ 

carbonyl)pyn-ol-2-yl]methylene}-2-pyrazolin-5-one, 
3-[2-(4-aminophenyl)ethyl]-4-[(pyiTol-2-yl)me\hylene]-2-pyrazolin-5-^^ 
35 3-[2-(4-aminophenyl)ethyl]-4-[(Indol-2-yl)methVlene]-^ 

3- [2-(4-aminophenyl)ethyl]-4-^ 

one, \ 

4- {[3-(2-Acetamido-2-methoxycarbonylethyl)indol-Vyl]methylene}-3-[2-(4- 

aminophenyl)ethyl]-2-pyrazolin-5-one, \ 
40 4-{[3-(2-Amino-2-carboxyethyl)indol-2-yl]m 

pyrazolin-5-one, \ 
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3to-(4-aminophenyl)ethyl]-4^ 
^ethoxycarbonylpyrrol-2-yl)methylene]-2-pyrazoIin-5-on^ 

3- [2V4-aminophenyl)ethyl]-4-[(5-chloro-4-methoxycarbonylrnethyl-3- 

m\thoxycarbonylpyrrol-2-yl)methylene]-2-pyrazolin-5-one, 

4- [(3 J 5Apimethyl-4-morpholinomethylpyrrol-2-yl)methylen^ 

pyraWin-5-one, 
4-[(3 s 5-Dnnelhyl-4-{[(4-methyl-l-piperazinylmethyl)pyiT 

pyrimiainyl)-2-pyrazolm-5-one, 
4-[(3 5 5-Dim^yl-4-(l-pyrrolidinylmethylpyrrol-2-yl)methyk^ 

pyrazolin-5\pne, 
4-[(4-DiethylamVomethyl-3 3 5-dimethylpyrrol-2-yl)methy 

pyrazolin-5-one, 
4-[(3,5-Dimethyl-4^iperidinomethyl^ 

5 -one, \ 
4-[(4-Diethanolaminomethyl-3 J 5-dimethylpyrro 

pyrazolin-5-one, \ 
4-[(3-DimethylaminometV / l-4,5-tetramethylenepyrroK 

pyrazolin-5-one, \ 
4-[(3-Morpholinomethyl-4Atetramethylenepyrrol-2-yl)m 

pyrazolin-5 -one, \jf \s 

4-[(3-Diethylaminomethyl-4,5^rame^ 

pyrazolin-5 -one, 1\ 
4-{[3-(4-Methyl-l-piperazinyl)m^ 

. pyrimidinyl)-2-pyrazolin-5-one\ 

3- (4-Pyrimidinyl)-4-{[3-(l-pyrrolidi^ 

2-pyrazolin-5-one, \ 

4- [(3-Piperidinomethyl-4,5-tetramethyl^pyirol-2-yl)methylene]-3-(4-py^ 

pyrazolin-5-one, \ 
4-[(4-Dimethylamino-4 5 5,6 5 7-tetrahydroind<3l-2-yl)methylene] -3-(4-pyrimidinyl)pyrazolin- 

5-one, \ 
4-[(4-Diethylaminoethyl-3,5-dimet^ 

5-one, \ 
4-(3 , 5 -Dibro m o -4-hy droxybenzy lid ene)-3 -(4-pynmidiny l)-2-pyrazolin-5-one, 
4-[(3,5-Dimethyl-4-dimethylaminomethylpyiTol-2\yl)methylene]-3-(4-p 

pyrazolin-5-one, \ 
4-[(4-Oxo-L5 ; 6,7-tetrahydroindol-2-yl)met^ 
4-[(4-Dimethylaminomethyl-5-methylpyirol-2-yl)metfwlene]-3- 

5-one, . \ 

4-[(3 ) 5-Dimethyl-4-moipholinomethylpyrrol-2-yl)methy^ne]-3-(5-pyri^ 

pyrazolin-5-one, \ 
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\[(3,5-Dimethyl-4- {[(4-met^ 
. pyrimidiny!)-2-p>Tazolin-5-one 5 
4-re3 5 5-Dimethyl-4-(l-pyrrolidinylmethylpyrrol-2-yl)me 
pvrazolin-5-one, 

5 4-[(3VDimethyl-4-diethylaminomethylpyrrol-2-yl)methylene]-3-( 
pynazolin-5-one, 

4-[(3 3 5-bimethyl-4-(piperidinomethylpyrrol-2-yl)methylene]-3-(5 
5-one\ 

4-[(4-Diet^nolaminomethyl-3 3 5-dimethylpyiTol-2-yl)methy 
10 pyrazoliiV5-one 3 

4-[(3-Dimethwaminomethyl-4 5 5-tetramethylenepyrrol-2-yl)m 

pyrazolin-SVne, 
4-[(3-MoipholinWethyl-4 5 5-tetramethylenepyirol-2-yl)m 

pyrazolin-5-one, 

15 4-[(3-Diethylamin^ethyl-4 5 5-tetramethylenepyrrol-2-yl)meth^ 
pyrazolin-5-oneA 

4- {[3-(4-Methyl- 1 -pi^razinyl)methyl-4 ? 5-tetramethylenepyrrol-2-yl]methylene}-3-(5- 
pyrimidinyl)-2-pyraeolin-5-one ? 

3- (5-Pyrimidinyl)-4-{[3\l-pyrrol^^ 
20 2-pyrazolin-5-one 5 \ f 

4- [(3-Piperidinomethyl-4,5\t^ 

pyrazolin-5-one, 

4-[(4-Dimethy]amino-4,5,6 5 ^^^ahydroindol-2-yl)methylene] -3-(5-pyrimidinyl)-2- 
pyrazolin-5-one, 
25 4-[(4-Diethylaminoethyl-3 5 5 

5-one, \ 
4-(3,5-Dibromo-4-hydroxybenzyli^ 
4-[(3,5-Dimethyl-4-dimethylamm^ 

pyrazolin-5-one, \ " 

30 4-[(4-Oxo-l 5 5 3 6;7-tetrahydroindol-2-yl)Vethylene]-3-(5-pyrimidin^ 
4-[(4-Dimethylaminomethyl-5-methylpyfrol-2-yl)methylene]-3- 

pyrazolin-5-one, \ 
4-[(3,5-Dimethyl-4-morpholinomethylpyrroV2-yl)methylene]-3-(2-pyri 
pyrazolin-5-one, \ 
35 4-[(3 J 5-Dimethyl-4-{[(4-methyl-l-piperazinylmethyl)pyrrol-2 
pyrimidinyl)-2-pyrazolin-5-one, \ 
4-[(3,5-Dimethyl-4-(l-pyrrolidi^ 

pyrazolin-5-one, \ 
4-[(4-Diethylaminomethyl-3,5-d^ 
40 pyrazolin-5-one, \ 



-dinWhylpyrrol-2-yl)mefa^ 



2079.1025001 




-205- 



4^(3,5-Dimethyl-4-(piperidinomethylpyrrol-2-yl)methylene]-3-(2^ 

\nyrazo!in-5-one, 
4-[(VDiethanolaminome%^ 

pyrazolin-5-one, 
4-[(3-Dimethylaminomethyl-4 ? 5-tetramethylenepy^ 

pyrim\dinyl)-2-pyrazolin-5-one, 
4-[(3-Mor^olinomethyl-4 5 54etramethylenepyirol-2-y 

2-pyrazoKri-5-one, 

4- [(3 -Diethy 1 a\ii nomethyl-4 , 5 -tetramethylenepyrrol-2-yl)methylene]-3-(2-pyrimidinyl)- 

2-pyrazolin-Vone, 
4-{[3-(4-Methyl-Ppiperazinyl)m 

pyrimidinyl)-2-pyrazolin-5-one 5 

3- (2-Pyrimidinyl)-4-^-(l-pyrrolidinyl)methyl-4 3 5-tetram 

yl]methylene}-2-py^azolin-5-one 3 

4- [(3-Piperidinomethyl-^-telramethylenepyrrol-2-yl)methylene]-3- 

pyrazolin-5-one, \ 
4-[(4-Dimelhylamino-4 5 5 5 6Xtetrahydroindol-2-yl)methylene^ -3-(2-pyrimidinyl)-2- 

pyrazolin-5-one, \ 
4-[(4-Diethylaminoethyl-3,5-dW 

pyrazolin-5-one, \ 
4-(3,5-Dibromo-4-hydroxybenzyl^ 
4-[(3 ; 5-Dimethyl-4-dime^ 

pyrazolin-5-one, M 
4-[(4-Oxo-l,5 ; 6j4etrahydroindol-2lylWethylene]-3-(2-pyri 

one, \ 
4-[(4-Dimethylaminomet^ 

pyrazolin-5-one, \ 
4-[(3,5J)imethyl-4-morpholinom 

pysazolin-5-one, \ 
4-[(3,5-Dimethyl-4-{[(4-methyl-l-p^ 

pyridazinyl)-2-pyrazolin-5-one, \ 
4-[(3,5-Dimethyl-4-(l-py^ 

pyrazolin-5-one, \ 
4-[(4-Diethylaminomethyl-3,5-dime^ 

pyrazolin-5-one, \ 
4-[(3,5-Dimethyl-4-piperidinomethylp 

pyrazolin-5-one, \ 
4-[(4-Diethanolaminomethyl-3 5 5-dimethylpyrrol-2-yl)methyJ^ 

pyrazolin-5-one, \ 
4-[(3-Dimethylaminomethyl-4 3 5-tetramethylenepyrrol-2-yl)meW^ 

pyridaziny])-2-pyrazolin-5-one 3 \ 
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X[(3-Morpholinomethyl-4,^ 

\ oyrazolin-5 -one, 
4-[(YDiethylaminometh^ 
2-byrazolin-5-one } 
5 4-{[3-(\-Methyl-l-piperazinyl)methyl-4,5-tetramethyle 
pyria^zinyl)-2-pyrazolin-5-one 5 

3- (3-Pyridkzinyl)-4-{[3-(l -pyrrolidine^ 

yl]methytene}-2-pyrazolin-5-one, 

4- [(3-PiperidihDmethyl-4 5 5-tetramethylenepyrrol-2-yl)m 
10 pyrazolin-5Vne 5 

4-[(4-Dimethylai\ino-4 ? 5,6J-tetrahydroindol-2-yl)methylene] -3-(3-pyridazinyl)-2- 
pyrazolin-5-c 

4-[(4-Diethylamino^hyl-3,5-dimethylpyrrol-2-yl)methylene]-3-(3-py^ 
pyrazolin-5-one, 

15 4-(3 5 5-Dibromo-4-hyd?oxybeiizylidene)-3-(3-pyridazinyl)-2-pyrazolin-5-one, 
4-[(3,5-Dimethyl-4-dim^hylaminometh^^ 

pyrazolin-5-one, 
4-[(4-Oxo-l ) 5 3 67-tetrahydr)sindol-2-yl)methylene]-3-(3-pyri 
4- [(4 - D i me thy 1 am i nomethy 1 -\-me thy lpyrrol-2 -y l)methy lene] -3 -(3 -pyridaziny l)-2 - 
20 pyrazolin-5-one 5 

4-[(3 5 5-Dimethyl-4-morpholinof 

pyrazolin-5-one, 
4-[(3 5 5-Dimethyl-4-{[(4-methyl- 
pyridazinyl)-2-pyrazolin-5-on$, 
25 4-[(3,5-Dimethyl-4-(l-pyirolidi^ 
pyrazolin-5-one, 
4-[(4-Diethylaminomethyl-3 5 5-dimethylp)^^ 
pyrazolin-5-one, 

4-[(3 ) 5-Dimethyl-4-(piperidinomethylpyiTol-\-yl)methylene]-3-(4-pyridazinyl^ 
30 pyrazolin-5-one, 

4-[(4-Diethanolaminomethyl-3,5-dimethyl-^ 
pyrazolin-5-one, 
^ 4-[(3-Dimethylaminomethyl-4,5-tet^^ 
pyridazinyl)-2-pyrazolin-5-one 5 
35 4- [(3 -Morphol i no methy 1-4 , 5 - tetram ethy lenepyrrol-2->^)methy lene] -3 -(4-pyridaziny l)-2- 
pyrazolin-5-one 5 
4-[(3-DiethylaminomethylA5-tetramethylenepy 
2-pyrazolin-5-one, 

4- {[3-(4-Methyl- 1 -piperazinyl)methyl-4,5-tetramethylenep)^ol-2-yl]methylene}-3-(4- 
40 pyridaziny])-2-pyrazolin-5-one, 



^lpyrrol-2-yl)methylene]-3-(4-pyridazinyl)-2- 
itperazinylmethyl)pyrrol-2-yl]methylene}-3-(4- 
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V(4-Pyridazinyl)-4-{[3-(l-pyrrolidinyl)m 

\yl]methylene}-2-pyrazolin-5-orie, 
4-[^Piperidinomethyl-4,5-tetramethylenepyrrol-2-yl)methyte 
pyrazolin-5-one, 

4-[(4-P^ethylamino-4,5,6 5 7-tetrahydroindol-2-yl)methylene] -3-(4-pyridazinyl)-2- 

pyrazolin-5-one 5 
4-[(4-Diethwminoethyl-3 5 5-dimethylpyrro^ 

pyrazolin^S-one, 

4-(3,5-Dibrom^4-hydroxybenzylidene)-3-(4-pyridazinyl)-2-pyrazolin-5-one, 
4-[(3,5-DimethyM-dimethylamin^ 

pyrazolin-5-onV 
4-[(4-Oxo-l,5,6,74^ahydroindol-2-yl)m 
4-[(4-Dimethylaminomethyl-5-methylpyrrol-2-yl)methylen^ 

pyrazolin-5-one, \ 
4-[(3,5-Dimethyl-4-mor^olinomethylpyrrol-2-yl)methyle 

pyvazolin-5-one, \ 
4-[(3 5 5-Dimethyl-4-{[(4-memyl-l-piperazinylmethyl)pyrrol-2-yl]m 

isoxazolyl)-2-pyrazolin-5\me, 
4-[(3,5-Dimethyl-4-[(l-pyrroli<^ 

pyrazolin-5-one, \ 
4-[(4-Diethylaminomethyl-3 5 5-dir 

pyrazolin-5-one, 
4-[(4-Diethanolaminomethyl-3,5-] 

pyrazolin-5-one, 
4-[(3-Dimethylaminomethyl-^ 

isoxazolyl)-2-pyrazolin-5-one, \ 

3- (54soxazolyl)-4-[(3-moipholinomethyl-4^ 2- 

pyrazolin-5-one, \ 

4- [(3-Diethylaminomethyl-4 5 5-tetramethylenep^ol-2-yl)methylene]-3- 

2-pyrazolin-5-one, \ 
3-(5-Isoxazolyl)4-{[3-(4-methyl-l-pipe 

yl]methylene}--2-pyrazolin-5-one, \ 
3-(5-isoxazoly])-4-{[3-(l-pyrrolidinyl)methyl-4 5 5-teVamethylenepy^ 

y 1] methylene} -2-pyrazo 1 i n-5 -one, \ 

3- (5-lsoxazoly])-4-[(3-piperidinomethyl-4 5 5-tetramethwenepyrrol-2-yl)m 2- 

pyrazolin-5-one 5 \ 

4- [(4-Dimethylamino-4 5 5 ; 6J4etrahydroindol-2-yl)methylene] -3-(5-isoxazolyl)-2- 

pyrazolin-5-one, \ 
4-[(4-Diethylaminoethyl-3,5-dimethyl^ 

pyrazolin-5-one, \ 
4-(3 5 5-Dibromo-4-hydroxybenzylidene)-3-(5-isoxazolyl)-2-pyrazolin-5-one, 



thylnyrrol-2-yl)methylene]-3-(5-isoxazolyl)-2- 
;thylpyrrol-2-yl)methylene]-3-(5-isoxazolyl)-2- 
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4V(4-Oxo-l,5 5 6,7-tetrahydroindol-2-yl)methylene]-3-(5-isoxazolyl) 
4-n^-Dimethy!aniinomethyl-5-methyIpyrroI-2-yl)m 

azolin-5-one, 
4-F(3,^Dimethyl-4-morpholinomethyl^ 
isox^zolyl)-2-pyrazolin-5-one 5 
(3,5-Dlmethyl-4-{[(4-met^ 
methyl^S-isoxazolyl)-2-pyrazolin-5-one, 
(3,5-Dim^yl-4-[(l-pyrrolidin^ 
isoxazolyl)\2-pyrazolin-5-one, 
10 4-r(4-DiethylamVomethyl-3 3 5-dimethylpyrrol-2-yl)methylen^ 
isoxazolyl)-2-pyrazolin-5-one, 
(3,5-Dimethyl-4\iperidinomethyl^ 
2-pyrazolin-5-one^ 

(4-Diethanolaminon^thyl-3,5-dimethyl-pyrrol-2-yl)meth^ 
15 isoxazolyl)-2-pyrazol*n-5-one, 
(3-Dimethylaminometh\M 
isoxazolyl)-2-pyrazolin-5r'One 5 

5-Methyl-3-isoxazolyl)-4-^3-morpholinomethyl-4 ? 5-tetrameth^ 
yl)methylene]- 2-pyrazolin^6-(^e 5 
20 4-r(3-Diethylaminomethyl-4 5 5-te 
isoxazolyl)-2-pyrazolin-5-one! 
5-Methyl-3-isoxazolyl)4-{[3-(4 
tetramethylenepyrrol-2-yl]methy 
5-Methyl-3-isoxazolyl)-4- {[3-(l - 
25 yl]methylene}-2-pyrazolin-5-one, 

5-Methyl-3-isoxazolyl)4^(3-piperidin\m 
yl)niethylene]-2-pyrazolin-5-one, 

(4-Dimethylamino-4,5 3 6 5 7-tetrahydroindd^-2-yl)methylene] -3-(5-methyl-3- 
isoxazolyl)-2-pyrazolin-5-one, 
30 4-[(4-Diethylaminoethyl-3 3 5-dimethylpyrrol-2-\l)methylene]-3-(5-m 
isoxazolyl)-2-pyrazolin-5-one 5 
4-(3,5-Dibromo-4-hydroxybeiizylide^ 
4-r(3,5-Dimethyl-4-dimethylaminom 
isoxazolyl)-2-pyrazolin-5-one, 
35 3-(5-Melhyl-3-isoxazolyl)-4-[(4-ox 
pyrazolin-5-one, 

4-[(4-Dimethylaminomethyl-5-methylpyrrol-2-yl)methyl^ne]-3-(5-methyl-3- 

isoxazolyl)-2-pyrazolin-5-one, 
3-cyclopropyl-4-(l-3-[(dimethyla 
40 indolylmethylidene)-4 ; 5-dihydro-17/-5-pyrazolone, 



iettiylenepyrrol-2-yl)methylene]-3-(5-methyl-3- 

[ethyl- 1 -piperazinyl)methyl-4,5- 
} ~2-pyrazolin-5 -one, 

olidinyl)methyl-4 ? 5-tetramethylenepyrfol-2- 
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i c cyclopropyl-4-( 1 -4-[( 1 , 1 -dimethylammonio)m 

^pyrrolylmethylidene)-4p-dih^^ 
4-[l\(4-[[2-(dimethylam 

rolyl)methylidene]-3-(2-pyrazinyl)-4 3 5-dihydro-li/-5-pyrazolone 
4-(l-4-ta-(diethylamino^ 

pyrazkyl)-4,5-dihydro-l//-5-pyrazolone 5 
4_l-[4-(3-^loropropanoyl)-3 3 5-dimethyl-l//-2-pyiTolyl]methylid 

4,5-dihyoro-l//-5-pyrazolone 5 
4-(l-3-[(dimettwlamino)n^ 

pyrazinyl)-4^5-dihydro-l//-5-pyrazolone 5 
4-(l-4-[(dimethyIWino^^ 

3-isoxazolyl)-4^5-dihydro-l//-5-pyrazolone, 
3-Cyclopropyl-4-[(4^-diniethylpyiTol-2-yl)methylene]-2-pyrazolin-5-one 5 
3-Benzyl-4-[(pyn'ol-2Vl)methylene]-2-pyrazolin-5-one, 
3-(4-Methoxyphenylox\methyl)-4^ 

3-Phenyloxymethyl-4-[(^aTol-2-yl)methylene]-2-pyrazolin-5-one, 



3-(4-Chlorophenyloxymel 
3-(4-Methoxybenzyl)-4-[(p 
3-Benzyl-4- {[4-(2-carboxyet 
3-Benzyl-4- {[3-(2-carboxyet 
3-(4-Methylphenyloxymethyl) 
2-Aniino-4-[(pyn-ol-2-yl)meth\ 



l)-4-[(pyrrol-2-yl)methylene]-2-pyrazolin-5-one, 
2-yl)methylene]-2-pyrazolin-5-one, 
3-methylpyrrol-2-yl]methylene}-2-pyrazolin-5-one, 
ethylpyrrol-2-yl]methylene}-2-pyrazolin-5-one, 
l(pyrrol-2-yl)methylene]-2-pyrazolin-5-one 5 
lerb]-2-pyrazolin-5-one, 



3-Isopropoxy-4-[(pyrrol-2-yl)rAeth)Hene]-2-pyrazolin-5-one, 
3-Phenylethyl-4-[(pyrrol-2-yl^ 

3-Phenylammo-4-[(pyn-ol-2-yl)methylVe]-2-pyrazolin-5-^ 
3-(4-Methylbenzyl)-4-[(pyiTol-2-yl)metrWlene]-2-pyrazolin-5-on^ 
3-(4-Methylphenylamino)-4-^ 
3-(4-Methoxyphenylamino)-44fcy^ 

3-(4-CIUorobenzyl)-4-[(pyn-ol-2-yl)methyle^]-2-pyrazolin-5-one, 

3-(4-Chlorophenylamino)-4-[(py 

3-(3-Chlorophenyloxymethyl)-4^ 

3-(Indol-3-yl)-4-[(pyrrol-2-y])methylene]-2-pyra3olin-5-one 5 

3-(3-Methoxybenzyl)-4-[(pyiTol-2-yl)methylene]-^pyrazolin-5-one, 

3-(3,4-Dimethoxybenzyl)-44(pyr^ 

3-(4-Methoxyphenylethyl)-4^ 

3-(4-Phenylphenyloxymethyl)-4-[^ 

3-(2-Phenylpropyl)-4-[(pyn-ol-2-yl)methylene]-2-pyraz0lin-5-one, 
3-(3-P]ienylpropyl)-4-[(pyrrol-2-yl)methylene]-2-pyrazolm-5-one 5 

3- (4-Hydroxyphenylethyl)-4-[(pyrrol-2-yl)methylene]-2-py^olin-5-one, 

4- [(3,5-Dimethylpyrrol-2-yl)meti^^ 

3-(4-MethyIphenylethyl)-4-[(pyrrol-2-yl)methylene]-2-pyrazo^-5-one 3 
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4^(3,5-Dimethylpyrrol-2-yl)methy^ 

3-^oxy-4-[(pyrrol-2-yI)rnethylene]-2-pyrazoiin-5-one, 

3-(4-N^trophenylethyl)-44(pyn*ol-2-yl)methylene]-2-pyrazolin-5-one 

3- (4-Fl^rophenylamino)-4-[(pyrrol-2-yl)methylene]-2-pyrazolm^ 
5 3-(4-Chl^ophenylethyl)-4-[(py^ 

4- [(4 5 5-Dii^thylpyiTol-2-yl)methylene]-3-isopropoxy-2-pyra2olin-5- 
4-[(3,5-Dim^yl-4-ethylpynol-2-yl)meto^ 
4-[(3,5-DimeuWl-4-ethylpyiroU^ 

4-{[l-(4-Hydro^butyl)pyrrol-2-yl]methylene}-3-isopropoxy-2-pyrazolin-5-on^ 
10 3-Cyclopentylox\4-[(pyiTol-2-yl)methylene]-2-pyrazolin^ 

3-Teil-butylureidoV[(pynol-2-yl)methylene]-2-pyrazolin-5-one 3 

3-Isopropoxy-4-[(4-iVethylpyiTol-2-yl)methylene]-2-pyrazolin-5-one, 

3-(4-AminophenylethM-4-[(4-methylpyro 

3-Isopropoxy-4-[(l-meuWlpynol-2^ 
15 3-Isopropoxy-4-[(5-meth^yiTol-2-yl)methylene]-2-pyrazolin-5-one 5 

3-(4-Aniinophenylethyl)-4V3 5 5-dimethyl-4-ethylpyirol-2-yl)m 

one, \ 

3-Ethoxy-44(5-methylpyrrol-^yl)methylene]2-pyrazolin-5-one ? 

3- (4-Carbamoylphenylethyl)-^ 

20 pyrazolin-5-one, \J * / 

4- [(3,5-Dimethyl-4-ethylpyiTol-2-V^^ 
pyrazolin-5-one, I \\ 
4-[(3,5-Dimethyl-4-ethoxycarbon^ 
one, i \ 

25 3-(4-Aminophenylethyl)-4-[(3 5 5-dimeth^-4-ethoxycarbonylpyrrol-2-yl)m 
pyrazolin-5-one, \ 

4-[(5-Ethylpyrrol-2-yl)methylene]-3-isoproppxy-2-pyrazolin-5-one, 

4- [(3,5 J -Dimethyl-4-ethylpynol-2-yl)me^ 

5- one, \ 

30 3-(Ethoxycarbonylmethyl)-4-[(pyrrol-2-yl)meth\lene]-2-pyraz^ 

3- (4-Methoxyphenylaminocarbonylmethyl)-4-[(pW 
one, \ 

4- {(3-(2-Carboxyethyl)-4-methy]pyr^ 

one, \ 
35 3-Cyclopropyl-4-[(pyrrol-2-yl)methylene]-2-ppyrazolin^5-one, 
3-Cyclobulyl-4-[(pyrrol-2-yl)methylene]-2-pyrazolin-5-one, 
3-(3-Pyridil)-4-[(pyrrol-2-yl)methylene]-2-pyrazolin-5-on6. 

3- Cyclopropyl-4-[[l-(3,5-dichloropheny^ 

4- [(PyiTol-2-yl)methylene]-3-(2,2,3,3-tetraraethylcyclopropy 

40 3-Cyclopropyl-4-[(3,5-dimethylpyrrol-2-yl)methylene]-2-pyraTOlin-5-one, 
3-Cyclopentyl-4-[(pyrrol-2-yl)methylene]-2-pyrazolin-5-one 5 \ 
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\3-(2-Methylcyclopropyl)-4-[(pyrrol-2-yl)methylene]-2-pyrazolin-5-one, 
4-(BenzothiazoI-2-yl)-4-[(pyrrol-2-yl)methylene]-2-pyrazolm-5 
X[(4,5-Dimethylpyrrol-2-yl)methy^ 

3^yclopropyl-4[(3 5 5-dimethyl-4-ethylpyrrol-2-yl)methylene]-2-pyrazolin^ 
5 3-(^irol-2-yl)-4-[(pyn-ol-2-yl)methylene]-2-pyrazolin-5-one, 
3-C^opropyl-4-[(4-methylpynol-2-yl)methylene]-2-pyrazolin^ 

3- (Ben2othiazol-2-yl)-4-[(4-methylpy^ 

4- [(3 , 5 -Dimethy Ipyrro 1-2 -y l)methy lene] -3 -(3 -pyridy l)-2-pyrazolin-5 -one, 
4-[3,5-DiiWtyl-4-ethylpynol-2-yl)methylene]-3-(3-pyridyl)-2-pyrazoH^ 

10 3-Cyclopro[Wl-4-[(5-met^ 

4- [(5-Methylf\ytTol-2-yl)methylene]-3-(-3-pyridyl)- 
3-CyclopropyM-[(5-ethylpyiTol-2-yl)methylene]-2-pyrazolin-5-one, 
3-Cyclopropyl-V[(3,5-dimethyl-4-e^ 

5 - one, \ 

15 3-Isopropoxy-4-[(^phenylpyrrol-2-yl)methylene]-2-pyrazolin-5-one, 
3-Propyl-4-[(pyrrol-5-yl)methylene]-2-pyrazolin-5-one, 
3-Methyl-4-[(pyrrol-3ryl)nielhylene]-2-pyrazolin-5-one, 
3-(4-Isopropylphenylamino)-4-[^ 

3- (3-Phenylamiuo)-4-[(W^ 
20 3-Cyclopropyl-4-{[l-(4-lV^ 

4- {[4-(2-Carboxyethyl)-3^^yl^ 

one, ILA^ 
4-[(4-Carboxy-3 5 5-dimethylf^^ 

3- Isopropoxy-4-[(4,54etram<ltlM 
25 4-[(3 5 5-Dimethyl-4-morphol^ 

pyrazolin-5-one 5 \ 

4- [(3 5 5-Dimethyl-4-dimethylamin(^iethylpyrrol-2-yl)methylene]-^ 
pyrazolin-5-one, \ 

4-[(4-Acetyl-3 5 5-dimethylpyn-ol-2-yl)Vethylene]-3-isopropoxy-2-pyr^^ 
30 4-{[3 5 5-Dimethyl-4-(2-dimetylaminoetWloxycarbonyl)pyrr^ 
isopropoxy-2-pyrazolin-5-one, \ 
4-{[3,5-Dimethyl-4-(2-dimetylaminoethyl^ 
isopropoxy-2-pyrazolin-5-one, \ 

4-[(5-Ethoxycarbonylpyrrol-2-yl)methyleneV3-isopropoxy-2-pyrazolin-5-one 5 
35 4-[(5-Carboxypyrrol-2-yl)methylene]-3-isoprbpoxy-2-pyrazolin-5-one 3 
3-(4-Chlorophenylaminocarbonylmeft^ 

3- Cyclopropyl-4-[(5-phenylpyirol-2-yl)methyl^e]-2-pyrazolin-5-one, 

4- [(3 ,5- D i methy 1-4-ethy^^ 

one, " \ 
40 4-[(4-Carboxy-3 3 5-dimethylpyrrol-2-y0 
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4-(X3 ) 5-dimethyl-4-ethoxycarbonylpyrrol-2-yl)methylene]-3-(^ 
one\ 

3- Cy&opropyl-4-[(3,5-dimethyl-4-morpholm^ 
pyrazo\in-5-one, 

4- [(3,4-^imethylpyrrol-2-yl)methylene]-3-pyrazinyl-2-pyrazolin^ 
4-{[4-(2-yarboxyethyl)-3-methylpyrrol-2-yl]methylene}-3-cyc 
one, \ 

3-CycloproW-4-[(3 5 5-dimethyl-4-din^ 
pyrazolin-5-cme, 

3-CyclopropyY4-[(5-ethoxycarbonylpyiTO^^ 

3-CyclopropylV[(4 s 5-tetramethylenepyrrol-2-yl)methylene]-^ 

3-(2-Methoxycamonylethyl)-4-[(pyrrol-2-yl)methylene]-2-pyraz^ 

3-Ethoxycarbonyl\4-[(pyiTol-2-yl)methylene]-2-pyrazol • 

3-Isopropyl-4-[(pyrrol-2-yl)methylene]-2-pyrazolin-5-one 5 

3-(trans-2-phenylcy&opropyl)-4-[(py^ 

3-Cyclohexyl-4-[(py™i-2-yl)methylene]-2-pyrazolin-5-one, 

3-Cyclopropylamino-4V(4,54etrame 

3- Cyclopropyl-4-[(5-m<OTholinom 

4- [(5-Carboxypyrrol-2-ylViethylene]-3-cyclopropyl-2-pyrazolin-5-one 
4- [(4- Ch 1 o ropy rro 1-2 -y l)m\ 
4-[(4-Bromopyirol-2-yl)mrM 

4-[(5-Chloropyrrol-2-yl)m^ :HV^ne]-3-ethoxy-2-pyrazolin-5-one, 
4[(4-Chloropyrrol-2-yl)met iyJMe]-3-cyclopropyl-2-pyrazolin-5-one, 
4-[(4-Bromopyrrol-2-yl)m^hylW 
3-Pyrazinyl-4-[(4,5-tetramethylere^ 

3- (3-Pyridyl)-4-[(4,5-tetramethyle&^ 

4- [(4-Carboxy-3,5-dimethylpyrrol-2^ 

3- Cyclopropyl-4-{[3,5-dimethyl-4-(2\d^ 
yljmethylene} -2-pyrazolin-5-one, \ 

4- {[3,5-Dimethyl-4(2-dimethylamino 
pyrazinyl-2-pyrazolin-5-one, \ 
44(3,5-Dimethyl-4-dimethylaminometo^ 
pyrazolin-5-one, \ 
4-[(3 5 5-Dimethyl-4-dimethy]aminomethylpy\rol-2-yl)meth^ 
pyrazo 1 i a- 5 -one m al eate , \ 
4-{[3,5-Dimethyl-4-(2-moq3holinoeto^ 
pyrazinyl-2-pyrazolin-5-one, \ 
4-[(3,5-Dimethylpyirol-2-yl)meth^^ 
4-[(3,5-Dimethyl-4-ethylpynol-2-yl^ 
4-[(4,5-tetramethylenepyirol-2-yl)methylene^ 
4-[(3,5-dimethylpyirol-2-yl)meth^^ 
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4- (X3 3 5-dimethyl-4-morpholinomethylpyrrol-2-yl)methylen^ 

5- oiV 

4-[(3,Vdimethylpyrrol-2-yl)niethylene]-3-(2-thienyl)-2-pyrazolin-5-on^ 
3 -Cyc lcWopy 1-4- [(4-ethox 

3-Cyclo{^pyl-4-[(3,5-dimethyl-4-trifluoroacetamidomethylpyiTol-2-yl^ 
pyrazolin-3s-one 5 

3 -Cyclopropy 1-4- [ (4-aminomethy 1-3 5 5 -dimethy lpyrrol-2-y l)methylene] -2-pyrazolin-5 - 
one, 

3-(BenzothiazcX-2-yl)-4-[(3,5-dimethylp^ 

3- (Benzothiazol^-yl)-4-[(3 5 5-dim^ 
pyrazolin-5-one, 

4- [(3 5 5-Dimethyl-4\ethylpyiTol-2-yl)methylene]-3-pyrazinyl-2-pyrazolm^ 
4-[(4-Ethoxycarbon^yrrol-2-yl)ir^ 

4-[(4-Carboxypyn-ol-^yl)methylene]-3-pyrazinyl-2-pyrazolin-5-one^ 
4- [(3 , 5 -Di methy 1-4-dief^ano 1 am inomethy lpyrrol-2-yl)methy lene] -3-pyrazinyl-2- 
pyrazolin-5-one, 

4-[(3,5-Dimethyl-4-trifluo\oacetamidomethylpyrrol-2-yl)methylene]-^ 
pyrazolin-5-one, 

3- Cyclopropyl-4-[(4-ethoxy^rbonyl-3-phenylpyrrol-2-yl)methylene]-2-pyra^^ 
one, 

4- { [3 5 5 -D i methy l-4-( 1 -pyrro 1 i d^iy^i ethy l)pyrrol-2-yl] methylene} -3 -pyrazinyl-2- 
pyrazolin-5-one, 

4-[(3,5-Dimethyl-4-dimethylami||i^^ 
pyrazolin-5-one, 

4-[(3,5-Dimethyl-4-dimethylamir|om^hylpyiTol-2-yl)methylene]-3-(24hienyl)-2- 
pyrazolin-5-one, 

4-[(3 5 5-Dimethyl-4-dimethylaminometh\lpyrrol-2-yl)methylene]-3-(3-pyridyl)-2- 
pyrazolin-5-one 5 
4-[(3,5-Dimethyl-4-ethoxycarbonylpyiTO^ 

4-[(3 ) 5-Diinethyl-4-ethylpynol-2-yl)methyle^e]-3-phenyl-2-pyrazolin-5-one, 
4-[(3,4-Di(ethoxycarbonyl)pyrrol-2-yl)methylhne]-3-ethoxy-2-pyrazolin-5-one, 

3- Ethoxy-4-[(4-ethoxycarbonylpyrrol-2-yl)metnylene]-2-pyrazolin-5-one, 

4- [(3,5-Diniethyl-4-ethoxycarbonylpyrrol-2-yl)m\thylene]-3-(2-pyridylethyl)-2- 
pyrazolin-5-one, 

4-[(3,5-Dimethyl-4-ethoxycarbonylpyiTol-2-yl)meth\lene]-3-(l-methyl-2-phenylethyl) 

2- pyrazolin-5-one ? 

4-[(4-Carboxy-3,5-dimethylpyn'ol-2-yl)methylene]-3-e\hoxy-2-pyrazolin-5-one, 

3- Ethoxy-4-[(5-nitropyrrol-2-yl)methylene]-2-pyrazolin\5-one 5 

3- Ethoxy-4-[(4-nitropyrrol-2-yl)methylene]-2-pyrazolin-5-one ? 

4- [(4-Carboxypyrrol-2-yl)methylene]-3-ethoxy-2-pyrazolii^-5-one, 
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Xr{[3 5 5-Dimethyl-4-(2-dimethylaminoethylaminocarbonyl)p 
etnoxy-2 - py razolin- 5 -one, 

4-[(5^hloro-3-methoxycarbonyl-4-methoxycarbonylmethylpyrrol^ 
ethoxy^2 -py razo li n - 5 - one, 

4-{[3-(2A^arboxyethyl)-4-methylpyirol-2-yl]methylene}-3-ethoxy-2-py^ 
4-[(3,5-DiWthyl-4-ethoxycarbonylpy^^ 

3- Ethoxy-4^4,5-tetramethylenepy 

4- [(3 ) 5-Dime^yl-4-ethoxycarbonylpyrrol-2-yl)methylene]-3-trifl^ 
pyrazolin-5-onk 

4- [(3 ) 5-DimethyM-ethoxycaibonylpyrrol-2-yl)methylene]-3-(5-isoxazolyl)-2 
pyrazo lin-5-one, \ 

3-(3-Aminophenyl)X[(3,5-Dimethyl-4^ 
pyrazolin-5-one, \ 

3- Ethoxy-4-{[2-(4-moi^olinoe 

5 - one, \ 

4- [(4-Ethoxycarbonyl-3-pltenylpyro^ 
4-{[4-(4-Methyl-l-pyperaziVl m ethyl)-3 ? 5-dimethylpyr^ 
pyrazinyl-2-pyrazolin-5-one, \ 

44(4-Diethylaminomethyl-3 5 5-\imethylpyrrol-2-yl)methyle 
pyrazolin-5-one, \^\ , 

4-[(3,5-Dimethyl-4-piperidinome MJ#5^ 
one, \ 
44(3,5-Dimethyl-4-piperidinomeJ^ 
pyrazolin-5-one, \ 
4-[(3,5-Dimethyl-4-dimethylamm^ 
pyrazolin-5-one, \ 

4- [(5-Methyl-4-diniethylaminomethylpyrroX2-yl)methylene]-3-pyraziny 

5 - one, \ 
4-{{3,5-Dimethyl-4-[N-(2-dimethylai™^ 
yl}methylene}-3-pyrazinyl-2-pyrazolin-5-one, \ 

3 - Cyc lopropy 1-4- [(3 -dimethy i am i nomethy 1-4,5 -tetramethylenepyrrol-2-yl)methylene]- 

2- pyrazolin-5-one 5 \ 

4- [(3 -D im ethy lam i nomethy 1-4, 5 -tetramethy lenepyiTM-2-yl)methylene]-3-pyrazinyl-2- 
pyrazolin-5-one, \ 

3- Cyclopropyl-4-[(3,5-dimethyl-4-dime 
pyrazolin-5-one maleate, \ 

4- {[4-(3-Chloropropionyl)-3 5 5-dimeto^ 
pyrazolin-5-one, \ 
4-{[4-(2-Diethylaminoethyl)-3 5 5-dimethylpyrrol-2-yl]methyM 
pyrazolin-5-one, \ 
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-[(3,5-Dimethyl-4-dimethylaminomethylp 
iyoxazolyI)-2-pyrazolin-5-one, 
4-]p,5-Dimethyl-4-(4-hydroxypiperidi^^ 
pyraeolin-5-one, 
5 4-[(4\^ninomethyl-3,5-dimethylpy 
maleate 

4-{[4-(4^enzylpiperidino)methylpyrrol-2-yl]methylene}-3-pyrazinyl-2-p 
one, 

4-{[3,5-Dii\ethyl-4-(2-hydroxyethyO 
10 one, 

4-{{3,5-Dinieftiyl-4-[2-(l-pyrroli^^ 
pyrazolin-5-one\ 

3- Cyclopropyl-4-\{3 5 5-Dimethyl-4-[2-(l-pyrrolidinylethyl)]pyrr^ 
pyrazolin-5-one, 

15 3-Cyclopropyl-4-{[3^-Dimethyl-4-(2-hydroxyethyl)pyiTol-2-yl]methylene}-2- 
pyrazolin-5-one, 

4- {[3 5 5-Dimethyl-4-(2-^hylamiaoethyl)pyrrol-2-yl]methylene}-3-pyrazinyl-2- 
pyrazolin-5-one, 

4-{[4-(3-Diethylaminopro^l)-3,5-dm^ 
20 pyrazolin-5-one, 

4- {[3,5-Dimethyl-4-(3-hydroJ^ 

5- one, 

4- [(3,5-Dimethyl-4-dimethylW\oacetylp^ 
pyrazolin-5-one hydrochloride, 

25 4-[(3,5-Dimethyl-4-dimethylamino\cetylpyrrol-2-yl)methylene]-3-ethox 

5- one, 

3- Cyclopropyl-4-{[(2-diethylaminoet%l)-3,5-dimethyl-4-pyrrol-2-yl]methylene}-2- 
pyrazolin-5-one, 

4- {[3,5-Dimethyl-4-(2-dimethylamin^ 
30 pyrazolin-5-one, 

4- {[3,5-Dimethyl-4-(4-hydroxybutyl)pyirol\^-yl]methylene}-3-pyrazinyl-2-pyrazolin- 

5 - one, 

4-{[4-(4-Diethylaminobutyl)-3,5-dm 
pyrazolin-5-one, 

35 4-{[4-(2-Diethylaminoethyl-N-oxide)-3,5-dimeth\lpyrrol-2-yl]methylene}-3-^ 
2-pyrazolin-5-one, 

4-{[3,5-dimethyl-4-(l-pyirolidinylacety^^ 
pyrazolin-5-one, 
4-[(4-Diethylaminoacetyl-3 5 5-dimethylpyn"^^^ 
40 5-one, 

4-[(3-Isopropyl-5-methylpynol-2-yl)methylene]-3-pyrazin\l-2-pyrazolin-5-one, 
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^{[3,5-Dimethyl-4-[3-(l-pyi^ 
pyrazolin-5-oae, 

4-[toimethylaminomethyl-3-isopropy 
pyrazolin-5-one, 
5 3-CycJopropyl-4-[(dimethylamino^ 

2- pyrazblin-5-one ? 

4-{[3,5-Qimethyl-4-(2-ethoxyoxa^^ 
one, \ 

3- Benzyl-4^indol-3-yl)methylene]-2-pyrazolin-5-one, 

10 3-Benzyl-4-m-(4-hydroxybutyl)indol-3-yl]methylene}-2-pyrazolin-5- 

4- [(Indolo-yl)methylene]-3-(4-methoxyphenyloxymeth^ 
4-[(Indol-3-yl)n^thylene]-3-phenyloxymethyl-2-pyxazolin^ 

3- (4-Chlorophen>^xymethyl)-4-[(indol-3-yl)methylene]-2-pyrazolin-5 

4- [(Indol-3-yl)metlwlene^ 

15 4-[(Indol-3-yl)methyWe]-3-(4-m 

4-[(Indol-3-yl)methyl^e]-3-phenylethyl-2-pyrazolin-5-one, 
4-[(Indol-3-yl)methylene]-3-isopropoxy-2-pyrazolin-5-one 5 
4-[(Indol-3-yl)methylene]\3-(4Miiethylbenzyl)-2-pyrazolin-5-on^ 
4-[(Indol-3-yl)methylene]-^henylamino-2-pyrazolin-5-one, 

20 4-[(fadol-3-yl)methylene]-3^ 

4-[(Indol-3-yl)methylene]-3-(^^^^ 

3- (4-Chlorobenzyl)-4-[(indol-:|^ 

4- {[l-(4-hydroxybutyl)indol-3|ylwethylene}- 
3-(4-Chlorophenylamino)-44^ 

25 4-[(Indol-3-yl)methylene]-3-(3-metliTOybenzyl)-2-pyrazolin-5-one J 
3-(3,4-dimethoxybenzyl)-4-[(indol-3-yl^methylene]-2-pyrazolin-5-one 5 
3-(4-hydroxybenzyl)-4-[(indol-3-yl)metlWlene]-2-pyrazolin-5-one, 
3-(3-ChIorophenyloxymethy^ 

3- (Indol-3-yl)-4-[(indol-3-yl)m^^^ 

30 4-[(Indolo-yl)methylene]-3-(4Hiiethoxyphenylethyl)-2-pyrazolin^ 

4- [(IndoIo-yl)methylene]-3-(4-phenylphenyloxymethyl)-2-py^ 
4-[(Indolo-yl)methylene]-3^ 

4-[(Indol-3-yl)methylene]-3-(3-phenylpropyl)-2-pyraz 
3-(4-Hydroxyphenylethyl)-4-[(indol-3-yl)methyleAe]-2-pyrazolin-5-one, 
35 4-[(Indol-3-yl)methyleae]-3-(4-melhylphenylethyl)-2-pyrazolin-5-one, 

3- Ethoxy-44(indol-3-yl)methylene]-2-pyrazolin-5-onk 

4- {[l-(4-Hydroxybutyl)indolO-yl]mefo^ 
4-{[l-(4-Hydroxybutyl)indol-3-yl]m 
4-[(Indol-3-yl)methylene]-3-(4-n^ 

40 4-[(Indol-3-yl)methylene]-3-propoxy-2-pyrazolin-5-one J \ 

3-(4-Fluorophenylamino)4-[(indol-3-yl)methylene]- -2-pyrazolin-5-one, 
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^(4-Aminophenylethyl)-44(indol-3-yl)methylene]-2-pyrazolin-5-one, 
3-feopropoxy-4-[(2-methy!^ 

3- Is^ropoxy-4-[(7-methylindol-3-yl)methylene]-2-pyrazolin-5-one, 

4- [(7^ethylindol-3-yl)meth>dene]-3-phenylethyl-2-pyrazolin-5-one, 
5 3-Cycropentyl-4-[(indol-3-yl)methylene]-2-pyrazolin-5-one, 

3- Isopr^oxy-4-[(l-methylindol-3-yl)methylene]-2-pyrazolin-5-one, 

4- [(Indol^-yl)methylene]-3-(4-methoxycarbonylphenylethyl)-2-pyrazoU^ 
3-IsopropoKy-4-[(l-isopropylindol-3-yl)methylene]-2-pyrazolin-5-one, 
3-(4-HydroWhenylethyl)-44(l-me^ 

10 3-Isopropyl-^[(indol-3-yl)methylene]-2-pyrazolin-5-one, 
3-(4-Chloropl^nylaminoc^^ 

3- EthoxycarboiMniethyM 

4- [(Indol-3-yl)m^hylene]-3-(4Miiethoxyphenylaminocarbonylmethyl)-2-^ 
one, 

15 3-Cyclopropyl-4-[(iVdol-3-yl)methylene]-2-pyrazolin-5-one 5 
4-[(Indol-3-y])methykne]o-(3-pyridyl)-2-pyrazolin-5-one J 
3-(2-Aminocarbonylemyl)-4-[(ind 

3-Cyclobutyl-4-[(indol-Vyl)methylene]-2-pyrazolin-5-one, 

3- (2-Dimethylaminocarb<any]ethyl)-4-[(indol-3-yl)methyl^ 

20 3-Cyclopropyl-4-{[l-(4-hw^ 

4- [(ljidolo-yl)methylene]-3\(4-pyridyl)-2-pyrazolin-5-one ? 

3- Cyclopentyl-4-[(indol-3-yl^ 
44(Indol-3-yl)methylene]-3-j^ 
44(IndolO-yl)methylene]-3^X^ 

25 3-Cyclohexyl-4-{[l-(4-hydim 

4- {[l-(4-Hydimybutyl)indol-3-ylm 

3- (Benzothiazol-2-yl)-4-[(indol-3-w^ 

4- [(Indol-3-yl)methylene]o-(2-pyricWl)-2-pyrazolin-5-one J 

3- Dimethylamino-4-[(indol-3-yl)met^lene]-2-pyrazolin-5-one, 
30 4-[(tadol-3-yl)methylene]-3-(pyiTol-2-Vl)-2-pyrazolin-5-one, 

4- [(IndolO-yl)methylene]-3-(6-methox#enzothiazol-2-yl)-2-p)^ 
3-Cyclopropyl-4-[(l-methylm^ 

3- Cyclopropyl-4-[(7-methylindol-3-yl)met\hylene]-2-pyrazolin-5-one, 

4- [(l-Methylindol-3-yl)methylene]-3-(3-pyndyl)-2-pyrazolin-5-o^ 
35 4-[(Indol-3-yl)methylene]-3-propyI-2-pyrazoJin-5-one J 

4-[(IndolO-yl)methylene]-3Miiethyl-2-pyrazolin-5-one 5 
4-[(IndolO-yl)methylene]o 

4-{[l-(4-Hydroxybutyl)indolo-yl]methylene}-^-pyrazolin-5-one, 
4-{n-(44iydroxybutyl)indol-3-yl]m 
40 4- {[ 1 -(4-Hydroxybutyl)indol -3-yl]methylene} -3-mfluoromethyl-2-pyrazolin-5-one J 
4-{[l-(4-Hydroxybutyl)indolo-yl]m 
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tEthoxycarbonyl-4-[(indol-3-yl)methylene]-2-pyrazolin-5-one, 
[(Indo!-3-yl)methy!ene]-3-(2-m 
4^(Indol-3-yl)methylene]-3-(trans-2-phenyl-l-cyclopropyl)-2-^ 

3- Gyclobutyl-4- {[ 1 -(4-hydroxybutyl)indol-3-yl]methylene}-2-pyrazolin-5-one, 

4- [(^-Carboxy-l-methylindol-3-yty^ 

3- Cyfclopropyl-4-[(5-methoxy- 1 -methylindol-3-yl)methylene]-2-pyrazolin-5-one, 

4- [(l-Methylindol-3-yl)methylene]-3-pyrazinyl-2-pyrazolin-5-one, 

3- CyclWopyl-4-[(l,7-dimetl^ 

4- [(l-M&hylindol-3-yl)methyle^ 

3- Cycloptopylamino-4-[(l T methylindol-3-yl)methylene]-2-p 

4- [(6-CarbVxy4-methylindol-3-yl)methylene]-3-isopropoxy-2-py^ 
4-[(l J-DinWhylindol-3-yl)methylene]-3-isopropoxy-2-pyrazolin-5-one, 
3-Isopropoxw4-[(5-methoxy-l-m^ 

3- (4-FluorophYnylamino>^ 

4- [(l-Methylinciol-3-y^ 

3-(4-Aminopheiwlethyl)-4-[( 1 -methylindol-3-yl)methylene]-2-pyrazolin-5-one, 
3-Amino-4-[(l-nrcthylindol-3-yl)methylene]-2-pyrazolin-5-one 5 
3-(4-ChlorophenyMhyl)-4-[(indol-3-yl)methylene]-2-pyrazolin-5-one, 
3-Ethoxy-4-[(l-memylindol-3-yl)methylene]-2-pyrazolin-5-one, 

3- (5-Isoxazolyl)-4-[0i -methyl indol-3-yl)methylene]-2-pyrazolin-5-one, 

4- [(l-Methylindol-3-w)methylene]-3-tert-butyl-2-pyrazolin-5-^^ 
4-[(6-Carboxy-l-methu^^ 

4- { { 1 -Methyl-6-[2-(4-itto^ 
pyrazinyl-2-pyrazolin-S^r e 5 

4-[(Indol-2-yl)methylme]\3-isopropoxy-2-pyrazolin-5-one 5 

3-(4-Hydroxyphenylefliyl)^-[(indol-2-yl)methylene]-2-pyraz 

3-(4-Aminophenylethyl)-4-^ 

3-(4-MethoxycarbonylphenyT^ 

3-(4-Carbamoylphenylethyl)^ 

3-Cyclopropyl-4-[(indol-2-yl)nTethylene]-2-pyrazolin-5-one, 

3- Cyclopropyl-4-[(3-dimethylantinomethylindol-2-yl)methylene]-2-pyrazolin^ 

4- [(Indol-2-yl)methylene]-3-(3-p)Vidyl)-2-pyrazolin-5-one 5 
3-Isopropoxy-4-[(5-methoxyindol-^-yl)methylene]-2-pyrazolin-5-one ) 

3- Isopropoxy-4-[(l-methylindol-2->^methylene]-2-pyrazolin-5-one, 

4- [(Indol-2-yl)methylene]-3-(telrah^ 

3-Cyclopropyl-4-[(5-methoxyindol-2-w)methylene]-2-pyrazolin-5-one, 

3- Cyclopropyl-4-[(5-nitroindol-2-yl)me\liylene]-2-pyrazolin-5-one, 

4- [(Indol-2-yl)melliylene]-3-isopropylanwio-2-pyrazolin-5-one, 

3- (4-Carboxyphenylethyl)-4-[(indol-2-yl)methylene]-2-pyrazolin-5-on^ 

4- [(Indol-2-yl)methylene]-3-phenyl-2-pyraaolin-5-one, 
3-Isopropoxy-44(3MiiethylindoI-2-yl)methyf^ne]-2-pyrazolin-5-one, 
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3Vlsopropoxy-4-{[3-(2-methoxycarbonyl-2-acetamidoethyl)indol-2-yl]methylene}-2- 

3-Emoxy-4-[(indol-2-yl)methylene]-2-pyrazoliri-5-one 5 
3-Eth^xy-4-{[3-(4Miioipholinomethyl)indol-2-yl]methylene}-2 

3- CyclMropyl-4-{[3-(4-mon3holinomethyl)indol-2-yl]methylene}^ 

4- [(5-M^oxyindol-2-yl)methylene]-3-pyrazinyl-2-pyrazolin-5-one, 
4-[(5-Metmxyindol-2-yl)methylene]-3-(2-pyridyl)-2-pyrazolin^ 
4-[(4-ChlorV6,7-dihydroindol-2-yl)methylene]-3-ethoxy-2-pyrazol^ 
4-[(4-Chloro^J-dihydroindol-2-yl)methylene]-3-pyrazinyl-2-^ 
4-[(4-Oxo-l,5X7-dihydroindo 

4-[(3-DimethylaVinomethylindol-2-yl)methylene]-3-ethoxy-2-pyr 
4-[(7-Azaindol-3-\l)methyleiie]-3-benzyl-2-pyrazolin-5-one 5 

3- Benzyl-4-{[l-(4-Wdroxybi^ 

4- [(7-Azaindol-3-ylmiethylene]-3-(4-methoxyphenyloxymethyl)-^ 
4-[(7-Azaindol-3-yl)iT^thylene]-3-isopropoxy-2-pyrazolin-5-one 5 

3- Amino-4-[(7-azaind(jJ-3-yl)methylene]-2-pyrazolin-5-one, 

4- [(7-Azaindol-3-yl)met\yleiie]-3-(4-methoxybeiizyl)-2-pyrazolm^ 
4-[(7-Azaindol-3-yl)methVlene]-3-phenylamino-2-pyrazolin-5-on^ 
4-[(7-Azaindol-3-yl)methjrai^ 
4-[(7-Azaindol-3-yl)methyl^ip^ 



4-{[l-(4-Hydroxybutyl)-7- 
pyrazolin-5-one 5 
4-[(7-Azaindol-3-yl)methylei 
4-[(7-Azaindol-3-yl)methylene] 
4-[(7-Azaindol-3-yl)methylene]-3 
4-[(7-Azaindol-3-yl)methylene]-3 
4-[(7-Azaindol-3-yl)methylene]-3 
4-[(7-Azaindol-3-yl)methylene]-3 



ol-3-yl]methylene}-3-(4-hydroxyphenylethyl)-2- 



isopropyl-2-pyrazolin-5-one, 
■cyclopropyl-2-pyrazolin-5-one, 
:yclobutyl-2-pyrazolin-5-one, 
•pyridyl)-2-pyrazolin-5-one, 
pltenyl-2-pyrazolin-5-one, 
-fluorophenylamino)-2-pyrazolin-5-one 5 



4-[(7-Azaindol-3-yl)methylene]-3-propYl-2-pyrazolin-5-one 5 
4-[(7-Azaindol-3-yl)methylene]-3-methw-2-pyrazolin-5-one 5 
4-[(7-Azaindol-3-yl)methylene]-3-trifluor\)methy]-2-pyrazolin-5-o^ 
4-[(7-Azaindol-3-yl)methylene]-3-(tert-buty)-2-pyrazolin-5-one^ 
4-{[l-(4-Hydroxybutyl)-7-azaindol-3-yl]m 
one, 

4-[(7-Azaindol-3-y])metl^ 
4-[(7-Azaindol-3-yl)methylene]-3-(3-meth^^ 
4-{[l-(441ydroxybutyl)-7-azaindol-3-yl]m 
pyrazclin-5-one, 

4-[(7-Azaindol-3-yl)methylene]-3-phenylethyl-2-pVrazolin-5-one, 

3- Benzyl-4-[(4-diniethylaminophenyl)methylene]-2\pyrazolin-5-one 

4- [(4-Dimethylaminophenyl)methy^ 
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4V(4-Dimethylaniinophen^ 
3-& r cIopropyl-4-[(4-dimeihy!arninophenyi)meth 
3-Is^ropoxy-4-[(3-methylpyrazol-4-yl)methylene]-2-pyrazolin-5-one, 
3-CycJopropyl-4-[(3-methylpyrazol-4-yl)methylene]-2-pyrazolin-5-one, 
5 4-[(Imndazol-2-yl)methylene]-3-isopropoxy-2-pyrazolin-5-one, 

3- CycloVopyl-4-[(iniidazol-2-yl)methylene]-2-pyrazolin-5-one, 

4- [(Iniida\ol-4-yl)methylene]-3-isopropoxy-2-pyrazolin-5-one, 

3- Cyclopratoyl-4-[(thien-2-yl)methylene]-2-pyrazolin-5-one ? 
4[(Indol-3-yWiethylene]-3-isopropyl-l-methyl-2-pyrazolin-5-on^ 

10 3JsopropoxyV-[(pyrrol-3-yl)methylene]-2-pyrazolin-5-one J 

4- [(8-Hydroxy^iinolin-5-yl)methylene]-3-isopropoxy-2-pyrazolin-5-one, 
4-{[4-(2-Dietiiyl\minoethyl)-3,5-dimethylpyrrol-2-yl]m 
pyrazoIin-5-one, \ 

4-{[4-(2-Diediylantaioethyl)-3 ; 5-^^ 
15 pyrazolin-5-one, \ 

4-{[4-(2-DiethylaminOet^ 

pyrazo 1 in-5 -one, \ 

4-{[4-(2-DiethylaminoetW 

pyrazo 1 in-5-one, \ /\ / 

20 4-{[4-(2-Diethylaminoethyl/^^ 

pyrazolin-5-one, 

4-{[4-(2-Diethylaminoethy 

pyrazo 1 in-5 -one, V 

4-{[4-(2-Diethylaminoethy^ 
25 pyrazo 1 in-5 -one, \ 

3-Cyclopropyl-4-[(3,5-dimethyl-4-u^ 

pyrazolin-5-one, \ 

3-Cyclopropyl-4-[(4-diethylaminomem^ 

pyrazolin-5-one, \ 
30 3-Cyclopropyl-4-{[4-(2-cyclopropylamm^ 

pyrazolin-5-one, \ 

3-Cyclopropyl-4-{[3 5 5-dimethyl-4-(2-phe\ylaminoethyl)pyrrol-2-yl]m 
pyrazolin-5-one, \ 

3- CyclopiX)pyl-4-{{3,5-dimethyl-4-[2-(^^ 

35 yl}meihylene}-2-pyrazolin-5-one, \ 

4- {[4-(2-Carboxyethyl)-3,5-dimethy^ 
pyrazolin-5-one, \ 
3-Cyclopropyl-4-[(4-diethylaminom 
2-pyrajolin-5-one 5 \ 

40 3-Cyclopropyl-4-{[4-(l-pirrolidinylmethyl)-3-isopropyl-5-methylpyrrol-2- 
yl]methylene}-2-pyrazolin-5-one, \ 



)-\i-dimethylpyrrol-2-yl]methylene}-3-(5-pyrimidinyl)-2- 
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^-Cyctopropyl-4- { {3-isopropyK^ 
wnicthylene}-2-pyrazolin-5-one, 

3-Gvclopropyl-4-{[4-(2-cyclopropylaminoethyl)-3-isopropyl-5-methylpy^ 
yl]nrethylene}-2-pyrazolin-5-one 3 
3-Cy^propyl-4-{{4-[3-(l-pyrrolidm^ 
yl}metnvlene}-2-pyrazolin-5-one, 
3-CycloOTopyl-4-{[3-isopropyl-5-met^^ 

2- pyrazolm-5-one, 

3- CycloproW-4-{{4-[3-(4-pyridyta^ 
yl}methylene^-2-pyrazolin-5-one, 
3-Cyc lop ropy l^-{[4-(4-dimetl^ 
yl]methylene}-2Wrazolin-5-one, 

3-Cycvopropyl-4-[X3-cyclopropyl-4-diethylaminomethyl-5^^ 
yl)methylene]-2-pynazolin-5-one, 

3-Cyclopropyl-4-{[3N:yclopropyl-4-(l-pirrolidinylmethyl)-5-me^ 
yl]methylene}-2-pyrazfelin-5-one 5 

3-Cyclopropyl-4- { {3-cyUopropyl-5-methyl-4-[2-(l-pyrrolidinyl)ethy^ 

yl}methylene'}-2 \ 

pyrazo 1 in-5 -one, \ 

3-Cyclopropyl-4-{{3-cyclopiWj^^ 

yl}methylene} -2-pyrazolin-5-mfle, \S 

3-CyclopropyI-4-{[3-cycloproc |^^3-diethylaminopropyl)-5-methylpyrrol-2 

yl]methylene}-2-pyrazolin-5-o je,\J 

3-Cyclopropyl-4-{{3-cyclopix>i^ 

methylpyrrol-2-yl}niethylene}"2-pyrafeolin-5-one, 

3-Cyclopropyl-4-{[3-cyclopropyl-5-m^ 

yl]methyleae}-2-pyrazolin-5-one 5 \ 

3-Cyc;opropyl-4-{{3-cyclopropyl-5-m 

yl}mcthylene}-2-pyrazolin-5-0!ie, \ 

3- Cyclopix>pyl-4-{[3-cyclopropyl-5-methyl^ 
yl]mcthyleae}-2-pyiazolin-5-one ? \ 

4- {[4-(2-Cyclopropylaminoet^ 
pyrazolino-one, \ 
4-{[3 3 5-Dimethyl-4-(2-phenylaminoethyl)pyrrol-2Wl]meth^ 
pyrazolin-5-one, \ 
4-{{3,5-Dimethyl-4-[2-(4-pyridylm^ 
pyrazinyl-2-pyrazolin-5-one, \ 
4-{[4-(2-Carboxyethyl)-3,5<limethy^^ 

one, \ 

44(4-Diethylaminomethyl-3-isoprop pyrazinyl-2- 
pyrazolin-5-one 5 \ 
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4S^[4-(l-Pirrolidinylmethyl)-3-isopropyl-5-methylpyr^ 

2- pOTazoiin-5-one, 

4-{{3-Isopropyl-5-methyl-4-[2-(l-py^^ 
pyrazi«yl-2-pyrazoHn-5-one 5 
4-{[4-&Cyclopropylaminoediyl)-3-isopro^ 
pyrazinyrs2-pyrazolin-5-one, 

3- PyrazinX4-{{4-[3-(l-pyrrolidinyl)propyl]-3-isopropyl-5-m 
yl}methylen\)-2-pyrazolin-5-one, 

4- {[3-Isoprop^-5-methyl-4-(4-piperidinobutyl)pyrrol-2-yl]methylene} 
pyrazolin-5-oneK 

3- Pyraziny 1-4- { {^[3-(4-pyridylmethylamino)propyl]-3-isopropyl- 
yl}methylene}-2-pVazolin-5-one, 

4- {[4-(4-Dimethylaimnobutyl)^^ 
pyrazinyl-2-pyrazolin^-one, 
4-[(3-Cyclopropyl-4-di^hylaminom 
2-pyrazolin-5-one, \ 

4-{{3-Cyclopropyl-5-metWl-4-[2-(l-pyrrolidinyl)ethyl]pyrroW 
pyrazinyl-2-pyrazolin-5-one\ 

4- { {3-Cyc]opropyl-4-[2-di(mVhoxyethyl)aminoethyl]-5-methylpyr^ 
yl}methy]ene}-2-pyrazinyl-2-pVa«oliii-5-one 3 
4-{[3-£yclopropyI-4-(3-diethylaM^ 
pyrazinyl-2-pyrazolin-5-one, V\ 

4-{{3-Cyclopropyl-4-[3-(2,5-din e^-l-pyrrolidinyl)propyl]-5-methylpyrrol-2- 

yl}methylene}-3-pyrazinyl-2-pyra:!;olm-5-one ? 

4-{[3-Cyclopropyl-5-methyl-4-(3lpheiwlmethylam^ 

pyraziay 1-2 -pyrazo 1 in- 5 - one, \ 

4-{{3-Cyclopropyl-5-methyl-4-[4-(l-pyrr\lidinyl)butyl]py^ 

pyrazinyl-2-pyrazolin-5-one, \ 

4-{[3-Cyclopropyl-5-methyM 

pyrazinyl-2-pyrazolin-5-one, \ 

4-[(3,5-DimethyI-4-(l-pyirolidinyh^^ 

pyrazolin-5-one ; \ 

4- [(4-Diethylaminomethy^ 

5 - one, \ 
4-{[4-(2-Cyclopix>pylaminoethyl)^^ 
pyrazolin-5-one, \ 
4-{[3 3 5-Dimethyl-4-(2-ethylaminoethyl)-pyiTol-2-yl]mWylene}-3-(2- 
pyrazolin-5-one, \ 
4-{[3,5-Dimethyl-4-(2-phenylam 

pyrazolin-5-one 5 \ 
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V{{3 5 5-Dimethyl-4-[2-(4-pyridylmethylamino)ethyl]pyrrol-2-y^ 
fuVl)-2-pyrazolin-5-one 3 

4-[(XrDiethylaminomethyl-3-isopropyl-5-methylpyrrol-2-yl)methyle 
pyrazoJin-5-one, 

4-{[4-(\rPirrolidinylmethyl)-3-isopropyl-5-methylpyrroK^ 
pyrazolim5-one ? 

4-{[4-(2-cVboxyethyl)-3 5 5-dimethylpyrrol-2-yl]methylene}-3-(^ 
one, \ 

4-{{3-IsopropV-5-methyl-4-[2^ 
furyl)-2-pyrazolV-5-one, 

4-{[4-(2-Cyclopr^ylaminoethyl)-3-isopropyl-5-methylpyrrol-2-yl] 
furyl)-2-pyrazolin-3vone, 

3-(2-Furyl)-4- { {4-[3\l -pyrrolidinyl)propyl]-3-isopropyl-5-methylpyrrol-2- 

yl}methylene}-2-pyra™lin-5-one, 

3-(2-Furyl)-4-{[3-isoproW 

pyrazolin-5-one, \ 

3- (2-Furyl)-4-{{4-[3-(4-pyrWlmethylamino)propyl]-3-isopropyl-5-methyl^ 
yl}methylene}-2-pyrazolin-5N)ne, 

4- {[4-(4-Dimethy laminobu^^ 
furyl)-2-pyrazolin-5-one, \ . 
4-[(3-Cyclopropyl-4-diethylamin<M^ 
2-pyrazolin-5-one ? p\\ 
4-{{3-Cyclopropyl-5-methyl-4-[2^ 
fuiyl)-2-pyrazolin-5-one, / \ 
4-{{3-Cyclopropyl-4-[2-di(methox 
yl}methylene}-3-(2-furyl)-2-pyrazolin-5-oyae, 
4-{[3-Cyclopropyl-4-(3-diethylaminopropylV5-methylpyiTol-2-yl]m 
fuiyl)-2-pyrazolin-5-one, \ 
4-{{3-Cyclopropyl-4-[3-(2,5-dimethyl-l-pyiroMinyl)propyl]-5-m 
yl}methylcne}-3-(2-furyl)-2-pyrazolin-5-one 5 \ 

4- { [3 -Cy c I opropy ! - 5 -methy 1-4- (3 -pheny lmethy laminopropyl)pyrrol-2-yl]methylene}-3- 

(2-fiiryl)-2-pyrazolin-5-one ? \ 

4-{{3-Cyclopropyl-5-methyl-4-[4-(l-pyrrolidinyl)bmyl]pyrrol-2-yl}m 

furyl)-2-pyrazolin-5-one, \ 

4-{[3-Cyclopropyl-5-methyl-4-(4-cycto 

furyl)-2-pyrazolin-5-one, \ 

4-[(3,5-Dimethy]-4-(l-pyiro]idin^^ 

pyrazolin-5-one, \ 

4-[(4-Dieihyl am inomethyl-3,5-di methy lpyrrol-2-yl)methyl6ne]-3-(2- thienyl)-2- 

pyrazolin-5-one, \ 
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Y{[4-(2-Cyclopropylaminoethyl)0,5-dimethylpyrrol-2-yl]methylene} thienyl)-2 
wrazolin-5-one, 

4^a3,5-Dimethyl-4-(2-ethylaminoethyl)-pyrrol-2-yl]me% thienyl)-2- 
pyrazolin-5-one, 

4-{[^-Dimethyl-4-(2-phenylaminoethyl)pyrrol-2-yl]methylene}-^ thienyl)-2- 
pyrazaiin-5-one, 

4-{{3 5 5^imethyl-4-[2-(4-pyridylmethylamino)ethyl]pyrrol-2-yl^ 
thieny l)-2\py razo 1 i n-5 -one, 

4- {[4-.(2-c\boxyethyl)-3 3 5-dimethylpyrrol-2-yl]methylene}-3-(2- thienyl)-2-pyrazolin 

5- one, 

4-[(4-Diet]iyl^iinomethyl-3-isopropyl-5-methylpyrrol-2-yl)methylene] thienyl)- 

2- pyrazolin-5-one, 

4- { [4-( 1 -P i rro 1 i dVi y lmethy l)-3 - i sopropy 1-5 -methy lpyrrol-2-yl]methylene}-3-(2- 
thienyl)-2-pyrazol\n-5-one, 
4-{{3-Isopropyl-5-methyl-4-[2-(^^ 
thienyl)-2-pyrazo 1 i n^§ -one, 

4-{[4-(2-Cyclopropyl)biinoethyl)-3-isopropyl-5-methylpyrrol-2-yl]m 
thienyl)-2-pyrazolin-5-one, 
4-{{4-[3-(l-Pyrrolidinyl^^ 
thieny l)-2 - pyrazo 1 i n-5 -on 

4-{[3-Isopropyl-5-methyl-4^^M{Jeridinobutyl)py^ 
pyrazolin-5-one, 

4-{{4-[3-(4-Pyridylmethylai^ii)o)propyl]-3-isopropyl-5-methylpyrr^ 

3- (2- thienyl)-2-pyrazolin-5-one,N 

4- {[4-(4-Dimethylaminobutyl)o^ 
thieny 1) -2 -pyrazo 1 i n-5 -one, 
4-[(3-Cyclopropyl-4-diethylaniinom 
thienyl)-2-pyrazo 1 in-5 -one, 

4-{{3-Cyclopropyl-5-methyl-4-[2-(l-py^olidinyl)ethyl]pyrrol-2-yl}m 
thienyl)-2-pyrazolin-5-one, 

4-{{3-Cyc]opropyl-4-[2-di(methoxyethyl)^iiinoethyl]-5-methylpyrrol-2- 
yl}methylene}-3-(2- thienyl)-2-pyrazolin-5- 
4-{[3-Cyclopropyl-4-(3-diethy!amino 
thienyl)-2-pyrazolin-5-one, 
4-{{3-Cycloprop\4-4-[3-(2,5-dimethyl-l-py^ 
yl}methylene}-3-(2- thienyl)-2-pyrazolin-5-one, 
4-{[3-Cyclopropyl-5-methyl-4-(3-ph^^ 
(2- thienyl)-2-pyrazolin-5-one, 

4-{{3-Cyclopropyl-5-methyl-4-[4-(l-pyirolidinyl)bufyi]pyrrol-2-yl}m 
thienyl)-2-pyrazolin-5-one, 
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4V[3-Cyclopropyl-5-methyl-4-(4-cyclobutylaminobutyl)pyrrol-2-yl^ 
thienyl)-2-pyrazolia-5-one 3 

4-[(3^-Dimethyl-4-(l-pyrrolidinylmethylpyrrol-2-yl)methyle^ 
pyrazolin-5-one, 

4-[(4-I^thylaminomethyl-3,5-dim^ 
pyrazolinr5-one, 

4-{[4-(2-<tyclopropylaminoetl^^ 
pyrimidinyM-2-pyrazolin-5-one, 

4-{[3,5-Din^thyl-4-(2-ethylaminoethyl)-pyiTol-2-yl]methyle 
pyrazolii>5-oW 

4-{[3,5-Dimetiyi-4-(2-phenylam 
pyrazolin-5-one)\ 
4-{{3,5-dimethylU-[2-(4-pyrid^ 
pyrimidinyl)-2-pyiWolin-5-one, 

4-{[4-(2-Carboxyett^l)-3,5-dimethylpyiTol-2-yl]methylene}-3-(4-py^ 
pyrazolin-5-one, 

4-[(4-Dielhylamiiiome)Jiyl-3-isopropyl-5-methylpyrrol-2-yl)methy 
pyrimidinyl)-2-pyrazolin-5-one 3 
4- {[4-( 1 -Pirrolidinylmetlw^ 



r(l-Dyrrolidinylethyl)]pyrrol-2-yl}methylene}-3-(4- 
^-3-isopropyl-5-methylpyrrol-2-yl]methylene}-3-(4- 



pyrimidinyl)-2-pyrazolin-5Vc 
4- { {3-Isopropyl-5-methyl-4 
pyrimidinyI)-2-pyrazolin-5 
4-{[4-(2-cyclopropylaminoe 
pyrimidinyl)-2-pyrazolin-5-c 

3- (4-Pyrimidinyl)-4- { {4-[3-Cl i3yVolidinyl)propyl]-3-isopropyl-5-methylpyrrol-2- 
yl}methylene}-2-pyrazolin-5-one 5 

4- {[34sopropyl-5Mnethyl-4-(4-pipe^dinobutyl)pyrrol-2-yl]methylene^ 
pyrimidinyl)-2-pyrazolin-5-one, 
4-{{4-[3-(4-Pyridylmethylamino)pro^ 

3- (4-pyrimidinyl)-2-pyrazolin-5-one, 

4- {[4-(4-Diniethylamino^ 
pyrimidinyl)-2-pyrazolin-5-one, 
4-[(3-Cyclopropyl-4-diethylaminome^^ 
pyrimidinyl)-2-pyrazolin-5-one 3 
4-{{3-Cyc!opropyl-5-methyl^ 
pyrimidinyl)-2-pyrazolin-5-one ; 
4-{{3-Cyclopropyl-4-[2-di(meihoxyet^^ 
yl}methylene}-3-(4-pyrimidinyl)-2-pyrazolin-5-onfi, 
4-{[3-Cyclopropyl-4-(3-diethylaminop 
pyrimidinyl)-2-pyrazolin-5-one, 
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M-{{3-Cyclopropyl-4-[3-(2,5-dimethyl-l-pyirolidinyl)propyl]-5-methylp 
wmethyIene}-3-(4-pyrimidinyl)-2-py 

4-\[3-Cyclopropyl-5-methyl-4-(3-phenylmethylaniinopropyl)p)^ 
(4-pYrirnidinyl)-2-pyrazolin-5-one 3 

4-{{^Cyclopropyl-5-methyl-4-[4-(l-pyirolidinyl)butyl]pyr^ 

pyrimioinyl)-2-pyrazolin-5-onc ; 

4-{[3-Cwlopropyl-5-methyl-4-(4-cycto^ 

pyrimidin\l)-2-pyrazolin-5-one 5 

4-[(3,5-Dii^thyl-4-(l-pyiro^ 

pyrazolin-5-ane, 

44(4-Diethyl^inomethylo,5-dim 
pyrazolin-5-) 

4-{[4-(2-Cycloptopylaminoethyl^ 
pyrimidinyl)-2-py^azolin-5-one. 

4-{[3,5-Dimethyl-4\(2-elhylaminoethyl)-pyrrol-2-yl]methylen^ 
pyrazolin-5-one, 

4-{[3,5-Dimethyl-4-(2\phenylam 
pyrazolin-5-one, 
4-{{3,5-diinethyl-4-[2-(4\p 
pyrimidinyl)-2-pyrazolin-^one, 
4-{[4-(2-Carboxyethyl)-3,5^in^ 
pyrazolin-5-one, 
4-[(4-Diethylaminometliyl-3-^ 
pyrimidinyl)-2-pyrazolin-5-or 
4-{[4-(l-Pirrolidinylmethyl)-:- 
pyrimidinyl)-2-pyrazolin-5-one, 

4-{{3-Isopropyl-5-methyl-4-[2-(l-p\rrolidinylethyl)]pyrrol-2-y^ 
pyrimidinyl)-2-pyrazolin-5-one, 
4-{[4-(2-cyclopropylaminoeto 
pyrimidinyl)-2-pyrazolin-5-one, 

3- (5-Pyrimidinyl)-4-{{443-(l-pyrroU^^ 
yl}methylene}-2-pyrazolin-5-o.n.e, 

4- {[3-Isopropyl-5-methyl-4-(4-piperidinobuf^l)pyrrol-2-yl]methylene}-3-(5- 
pyrimidinyl)-2-pyrazolin-5-one, 
4-{{4-[3-(4-Pyridylmethylaniino)pro^ 

3- (5-pyrimidinyl)-2-pyrazolin-5-one, 

4- {[4-(4-Dimethylaminobutyl)o-iso 
pyrimidinyl)-2-pyrazolin-5-one, 
4-[(3-Cyclopropyl-4-diethylaminomethyl-5-mrt^ 
pyrimidinyl)-2-pyrazolin-5-one. 



)ropyl-5-methylpyrrol-2-yl]methylene}-3-(5- 
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4\{{3-Cyclopropyl-5-methyl-4-[2-(l-pyrrolidinyl)ethyl]py^ 

pymrriidiny])-2-pyrazoIin-5-oiic 3 

4- { W-Cyclopropyl-4-[2-di(meth^ 

ylJmythyleneJ-S-CS-pyrimidinyO^-pyrazolin-S-one, 

4-{[3-(Cyclopropyl-4-(3-diethylaminopropyl)-5-methylpy^ 

pyrimiainyl)-2-pyrazolin-5-one ; 

4-{{3-Cwlopropyl-4-[3-(2,5-dimethyl-l-pyrrolidinyl)propyl]-5-m 

yl}methyletie}-3-(5-pyrimidinyl)-2-pyrazolin-5-one, 

4-{[3-CycloVopyl-5-methyl-4-(3-phenylmethylaminopropyl)pyrrol-2-yl] 

(5-pyrimidin)^-2-pyrazolin-5-one, 

4-{{3-CyclopnWl-5-metl^ 

pyrimidinyl)-2-pVazolin-5-one 3 

4-{[3-CyclopropyP5-methyU 

pyrimidinyI)-2-pyrazDlin-5-0]ie 3 

4-[(3 ,5 -Di methyl -4-( iSpyno 1 i d i nylmethylpyrrol-2-yl)methylene]-3-(2-pyrimidinyl)-2- 
pyrazolin-5-one ? 
4-[(4-Diethylaminometh^ 
pyrazolino-one, 

4-{[4-(2-Cyclopropylaminoe>hyl)-3 ? 5-dimethylpyrrol-2-yl]methy 
pyrimidinyl)-2-pyrazolin-5-onc 
4-{[3,5-Diniethyl-4-(2-ethylami\^^ 
pyrazolin-5-one 5 
4-{[3,5-Dimethyl-4-(2-phenyian 
pyrazolin-5-one 5 

4-{{3 5 5-dimethyl-4-[2-(4-pyridylm 
pyrimidinyl)-2-pyrazolin-5-one. 
4-{[4-(2-Cattoxyediyl)-3,5^1imethy^^ 
pyrazolino-cme, 
4-[(4-Diethylaminomethyl-3-^ 
pyrimidinyl)-2-pyrazolin-5-one, 
4-{[4-(l-Pirrolidinylmethyl)-3-isopro^ 
pyrimidinyl)-2-pyrazolino-one, 

4- { {3-Isopropy l-5-methyl-4-[2-( 1 -pyirolidinylet%l)]pyrrol-2-yl} methylene} -3-(2 
pyrimidinyl)-2-pyrazolin-5-one 5 
4-{[4-(2-cyclopropylaniinoeihyl)-3^^ 
pyrimidinyl)-2-pyrazolin-5-one, 

3- (2-Pyrimidiiiyl)-4-{{4-[3-(l^:)y^ 
yl}metiiyleiie}-2-pyrazolin-5-one, 

4- {[3-Isopropyl-5-methyl-4-(4-^^^ 
pyrimidinyl)-2-pyrazolin-5-one 



^th\lamino)ethyl]pyrrol-2-yl}methylene}-3-(2- 
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4- N4-[3-(4-Pyridylmethylamino)propyl]-3-isopropyl-5-methylpyrr 

3- (2-pyrimidinyi)-2-pyrazoiin-5-one 5 

4- {[4^4-Dimethylaminob^^ 
pyrimiainyl)-2-pyrazolin-5-one, 
4-[(3-Cyfclopropyl-4-diethylamino 
pyrimidin\l)-2-pyrazolin-5-one, 
4-{{3-CyclWopyl-5-me^ 
pyrimi8inyl)\2-pyrazolin-5-one 5 

4-{{3-Cyclopropyl-4-[2-di(methoxyethyl)aminoethyl]-5-methylpyrro 

yl}methylene}^S-(2-pyrimidinyl)-2-pyrazolin-5-one 5 

4-{[3-Cycloprojwl-4-(3-diethylaminopropyl)-5-methylpya 

pyrimidinyl)-2-p)razolin-5-one J 

4-{{3-CyclopropylU-[3-(2,5-dm^^ 

yl}methylene}-3-(2-byriniidinyl)-2-pyrazolin-5-one, 

4- { [3 -Cy c 1 oprop y 1- 5 -meth yl-4- (3 -pheny lmethy laminopropyl)pyrrol-2-yl]methylene}-3 
(2-pyriniidinyl)-2-pyra\pliiv5-one 5 

4- { {3-Cyclopropyl-5-mothyl-4-[4-(l -pyrrolidinyl)butyl]pyrrol-2-yl}methylene}-3-(2- 

pyrimidinyl)-2-pyrazolin-Vone, 

4-{[3-CycIopropyl-5-melhW 

pyrimi d i n y 1 ) - 2 - p y razo lin-5 - fin \*s 

4-[(3,5-Dimethyl-4-(l-pyiToff^ 

pyrazolin-5-one, \ \ 

4-[(4-Dieihylaminomethylo^ 

pyrazolin-5-one, \ 

4-{[4-(2-Cyclopropylaminoethyl)-^-dimethylpyrrol-2-yl] 
pyridazinyl)-2-pyrazolin-5-one, \ 

4-{[3 5 5-Dimethyl-4-(2-ethylaminoethw)-pyrrol-2-yl]methylen^ 

pyrazolin-5-one, \ 

4-{[3,5-Dimethyl-4-(2-phenylam 

pyrazolin-5-one, \ 

4-{{3,5<Iimethyl-4-[2-(4-pyridylmethylam\no)ethyl]pyrro 

pyridazinyl)-2-pyrazolin-5-one, \ 

4-{[4-(2-Carboxyethyl)-3,5<lin^ 

pyrazolin-5-one, \ 

4-[(4-Diethylaminomethyl-3-isopropyl-5-methyroyrrol-2-yl)m 

pyridazinyl)-2-pyrazolin-5-one 3 \ 

4-{[4-(l-Piirolidinylmet^ 

pyridazinyl)-2-pyrazolin-5-one, \ 
4-{{3-Isopi-opyl-5-methyl-4-P^ 

pyridazinyl)-2-pyrazolin-5-one. \ 
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^{[4-(2-cyclopropylaminoethyl)-3-isopropyl-5-methylpyrrol-2-yl^ 
pyridazinyl)-2-pyrazolin-5-one, 

3- (^Pyridazinyl)-4-{{4-[3-(l-pyrrolidinyl)propyl]-3-isopropyl-5-methylp 
yl}mfethylene}-2-pyrazolin-5-one, 

5 4-{[3-teopropyl-5-methyl-4-(4-piperidinobutyl)pyrrol-2-yl]methylene^ 
pyridazmyl)-2-pyrazolin-5-one 5 

4- {{4-[3-M-Pyridylmethylamino)propyl]-3-isopropyl-5-methylpyrr^ 

3- (3-pyridafeinyl)-2-pyrazolin-5-one, 

4- {[4-(4-Dii^thylaminobutyl)-3-isopropyl-5-methylpyrrol-2-yl]m 
10 pyridazinyl)-2\nyrazolino-one, 

4-[(3-Cycloprofod-4-diethylamino^ 
pyridazinyl)-2-p>Vazolin-5-one 5 

4-{{3-CyclopropytS5-methyl-4-[2-(l-pyrrolidinyl)ethyl]pyr^ 

pyridazinyl)-2-pyrazolin-5-one, 
15 4- { {3-Cyclopropyl-4^-di(meth^ 

yllmethylenel-S^S-pyridazinyO^-pyrazolin-S-one, 

4-{[3-Cyclopropyl-4-(3-^ethylmiiinopropyl)-5-methylpyiro 

pyridazinyl)-2-pyrazolin-5\one, 

4-{{3-Cyclopropyl-4-[3-(2 5 >dimethyM 
20 yl}mefliyleiie}-3-(3-pyridaziLiyi)^-pyrazolin-5-one, 

4-{[3-Cyclopropyl-5-methyl-4^ 

(3 -pyrid az i n y 1 ) - 2 -p y razo 1 i n - 5 - o flfd^ 

4-{{3-Cyclopropyl-5-methyl~4-K 

pyridazinyl)-2-pyrazolin-5-one, \ 
25 4-{[3-Cyclopropyl-5^iie^ 

pyridazin y 1 ) - 2 - p y razo 1 in- 5 - one , \ 

4-[(3 5 5-Diinethyl-4-(l-pyn-olidinylmethyteyirol-2-yl)methyle 

pyrazolin-5-one, \ 

4-[(4-Diethylaniinomethyl-3 3 5-dimethylpyn\)l-2-yl)methylene]-3 
30 pyrazolin-5-o^ie, \ 

4-{[4-(2-Cyclopropylaminocthy^ 

pyridazinyl)-2-pyrazolin-5-one 5 \ 

4-{[3,5-Dimethyl-4-(2-ethylamino^ 

pyrazolin-5-one 5 \ 
35 4-{[3 > 5-Dimeihyl-4-(2-pheny^ 

pyrazolin-5-one ; \ 

4-{{3,5-dimethyl-4-[2-(4-pyridylmethylam 

pyridazmyl)-2-pyrazolin-5-one, \ 

4-[(4-Diethy]aniinomethyl-3-isopropyl-5-methylpyiTol-2\l)m 
40 pyridazinyl)-2-pyrazolin-5-one 3 ^ 
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Y{[4-(l-Pirrolidinylmethyl)-3^ 
pyridazinyi)-2-pyrazoiin-5-one s 

4-{M-(2-Carboxyethyl)-3 5 5-dimethylpyrrol-2-yl]methylene} 
pyrazfclin-5-one, 
5 4-{{3-Wpropyl-5-methyl-4-[2-(^ 
pyridazirwl)-2-pyrazolin-5-one, 
4-{[4-(2-CVclopropylaminoet^ 
pyridazinylV2-pyrazolin-5-one 5 

3- (4-Pyridazmyl)-4- { {4-[3-(l -pyrrolidinyl)propyl]-3-isopropyl-5-methylpyrrol-2- 

10 yl}methylene}V2-pyrazolin-5-one 5 

4- {[3-lsopropy\5-melhyl-4-(4-piperidm^ 
pyridazinyl)-2-pw'azolin-5-one, 

4-{{4-[3-(4-Pyridwmethylamino)propyl]-3-isopropyl-5-methylpy^ 

3- (4-pyridazinyl)-2V>yrazolin-5-one, 
15 4-{[4-(4-Dimethylai^nob^ 

pyridazinyl)-2-pyrazomi-5-one, 

4- [(3-Cycloprapyl-4-di&hylamin^ 
pyridazinyl)-2-pyrazolin^5-one, 
4-{{3-Cyclopropyl-5-metiy^ 

20 pyridaz i n y 1) - 2 - pyrazo lin-5- 

4-{{3-Cyclopropyl-4-[2-dimMthoxyethyl)aminoethyl]-5-methy 

yl}methylene}-3-(4-pyridaainy^-2-pyrazolin-5-one, 

4-{[3-Cyclopropyl-4-(3-diethyl^inopropyl)-5-methylpyirol-2-yl]m 

pyridazinyl)-2-pyrazolin-5-one, 
25 4-{{3-Cyclopropyl-4-[3-(2,5-dimet^ 

yl}methylene}-3-(4-pyridazinyl)-2-pVazolm-5-one, 

4-{[3-Cyclopropyl-5-methyl-4-(3-phe^ 

(4-pyrid azi nyl)-2-pyrazo I i n-5-one, 

4-{{3-Cyclopropyl-5-methyl-4-^ 
30 pyridazinyl)-2-pyrazolin-5-one, 

4-{[3-Cyclopropyl-5-methyl-4-(4-cyclo^ 

pyridazi ny l)-2-pyrazol i n-5 -one, 

4-[(3,5-Dimethyl-4-(l-pyrrolid^ 

2- pyrazolin-5-one, 
35 4-[(4-Diethylanrinom 

pyrazolin-5-one, 
4-{[4-(2-Cyclopropylamino^ 

3- yl)-2-pyrazolin-5-one, 

4- {[3,5-Dimcthyl-4-(2-eUiylamino^ 
40 2-pyrazo1in-5-one, 
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4-{^,5-Dimethyl-4-(2-phenylaminoethyl)pyrrol-2-yl]me 

2- pyrazo i i n - 5 -one, 

4- { {3)6-dimethyl-4-[2-(4-pyridylmethylamino)ethyl]pyr^ 

triazin-Vyl)-2-pyrazolin-5-one, 

4-{[4_(2\carboxyethyl)-3 5 5-dimethylpyiTol-2-yl]m 

pyrazolin\5-one, 

44(4-DietlWlaminomethyl-3-h^ 

3- yl)-2-pyraW>lin-5-one, 

4- {[4-(l-Pirr^dinylmethyl)-3-isopropyl-5-methylpyrrol-2-yl] 
triazin-3-yl)-2-jS\'razolin-5-one, 

4-{{3-lsopropylVmethyl-4-[2-(l-pyrrolidinylethyl)]pyff 
triazin-3-yl)-2-pynazolin-5-one 9 

4- { [4-(2 -cyclop rop warn i noethyl)-3-isopropyl-5-methylpyrrol-2-yl]methylene}-3-(l,2 5 4- 
triazin-3-yl)-2-pyrazMin-5-one 5 

4-{{4-[3-(l-PyrrolidiXl)propyl]-3-isopropyl-5-methylpyrrol-2-yl}m 
triazin-3-yl)-2-pyrazoliV5-one, 

4-{[3-Isopropy'i-5-methX4-(4-piperidinobutyl)pyrrol-2-yl]me% 

3- yl)-2-pyrazo]in-5-one, \ 

4- {{4-[3-(4-Pyridylmethyl^^ 

3- (l,2,4-triazin-3-yl)-2-pyrazbljh-5-one, 

4- {[4-(4-Diniethylaminob^ 
triazin-3-yl)-2-pyrazolin-5-onOy\ 
4-[(3-Cyclopropyl-4-diethylamil^^ 
triazin-3-yl)-2-pyrazolin-5-one, \ 
4-{{3-Cyclopropyl-5-methyl-4-[2-(lW 
(l,2,4-triazin-3-yl)-2-pyrazolin-5-one\ 

4-{{3-Cyclopropyl-4-[2-di(methoxyetlwl)aminoethyl]-5-methylpyr^ 
yl}methylene}-3-(l 5 2 5 4-triazin-3-yl)-2-pVrazolin-5-one 5 
4-{[3-Cyclopropyl-4-(3-diethylamm^^ 
triazin-3-yi)-2-pyrazolin-5-one 5 \ 

4-{{3-Cyclopropyl-4-[3-(2 3 5-dimethyl-l-pyVolidinyl)propyl]-5-methy 

yl}methyleiie}-3-(l 5 2 5 4-triazin-3-yl)-2-pyrazcslin-5-one ? 

4-{[3-Cyclopropylo-methyl-4-(3-phe 

(l,2,4-triazin-3-yl)-2-pyrazolin-5-one, \ 

4-{{3-Cyclopropyl-5-methyl-4-[4-(l-^^ 

(l 3 2,4-triazin-3-yl)-2-pyrazolin-5-one, \ 

4-{[3-Cyclopropyl-5-methyl-4-(4-cyclobutyIaminobutyl)pyr^ 

(l,2 ? 4-triazin-3-yl)-2-pyrazolin-5-one, \ 

4-{[4-(2-Diethylaminocthyl)-5^ 

pyraziny!-2-pyrazolin-5-one ? \ 
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•-{{5-Methyl-4-[2-(l-pyiTolidinyleth^^ 



4-tf4-(2-Ethylaminoethyl)-5-m 

pyrazinyl-2-pyrazolin-5-one 3 

4-{{^4ethyl-4-[2-(4-pyridiylmethyla^ 

yl]meth\'lene}-3-pyrazinyl-2-pyrazolin-5-one 5 

4-{{4-[^14midazoyl)ethyl]-5-methyl-34rifluoromethylpyrrol-^ 

pyrazinyl-^-pyrazolin-5-one, 

4-{[4-(2-Aminoethyl)-5-methyl-3-trifluoromethylpyrr 
pyrazolin-5-one, 

4-{[4-(2-DietlVlaminoethyl)-5-methyl-3-tert-butylpyrrol-2-y 

2- pyrazo 1 i n- 5 -oVe, 

4-{{5-Methyl-4-k-(l-pyiTolidinylethyl)]-3-tert-butylpy^ 
pyrazinyl-2-pyrazoJin-5-one ) 

4-{[4-(2-EthylaminC^thyl)-5-methyl-34ert-butylpyrrol-2-yl] 
pyrazolin-5-one, \ 

4-{{5-Methyl-4-[2-(4-Vn 

3- pyrazi ny 1-2-pyrazoliivo -one, 

4- {{4-[2-(14midazoyl)e^ 
2-pyrazolin-5-one, \ 
4-{[4-(2-Aminoethyl)-5-metfw^ 
pyrazolin-5-one 3 \\y 

4-{[4-(2-Diethylaminoethyl)-3 ^^-5-methylpyrrol-2-yl]methylene}-3-p 

pyrazolin-5-one ? 1 \ 

4-{{3-Ethyl-5-methyl-4-[2-(l- jyr^^ 

pyrazoli no -one, \ 

4-{[3-Ethyl-4-(2-ethylaminoethyl)^^ 

pyrazolin-5-one, \ 

4-{{3-Elhyl-5-nicthyM 

pyrazinyl-2-pyrazolin-5-one, \ 

4- { {4-[2-( I -Imidazoyl)ethyl]-5-methyl-3-etfWlpyrrol-2-yl}meth^ 

pyrazolin-5-one, \ 

4- {[4-(2-Aminoethyl)-5-methylo^ 

5- one, \ 
4-{[3-CyclobutyI-4-(2-diethylamm^ 
2-pyrazolin-5-one, \ 
4-{{3-Cyc!obutyl-5-methyl-4-[2-(l-p)^^ 
pyrazinyl-2-pyrazolin-5-one 5 \ 
4-{[3-Cyc!obuty]-4-(2-elhylaminoethyl>^ 
2-pyrazolin-5-one, \ 
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^{3-Cyclobutyl-5-meth^ 

3- pyrazi.nyi-2-pyrazolin-5-one, 

4- {{^2-(>Iniidazoyl)ethyl]-5-m 
pyrazinyl-2-pyrazolin-5-one, 
4-{[4-(2Vminoethyl)-5-methyl-3-cycto^ 
pyrazolin-Vone, 

4-{[3-Cycl^entyl-4-(2-diethylaminoethyl)-5-methylpyrrol-2-yl]m 
pyrazinyl-2-pWazolin-5-one, 
4- { {3-CycloperWl-5-me%^ 
pyrazinyl-2-pyraaolin-5-one, 

4-{[3Xyclopentyl\-(2-ethylaminoethyl)-5-methylpyirol-2-yl] 
2-pyrazolin-5-one, 

4-{{3-Cyclopentyl-5-J^ethyl-4-[2-(4-pyridiylmethylamino 
yljmethylenel-S-pyraziV'l^-pyrazolin-S-one, 
4-{{4-[2-(Mmidazoyl)etl\yl]-5-m^ 
pyrazinyl-2-pyrazolin-5-c 

4-{[4-(2-Aminoethyl)-5-met\yl-3-cyclopentylpyrrol-2-yl]m 
pyrazoli n-5 -one 

4-{[3-Cyclohexyl-4-(2-diethyl^inoethyl)-5-methylpyrrol-2-yl]m 
pyrazinyl-2-pyrazolin-5-one, 
4-{{3-Cyclohexyl-5-methyl-4-[2- 
pyrazinyl-2-pyrazolin-5-one, 
4-{[3-Cyclohexyl-4-(2-ethylaminb 
2-pyrazolin-5-one, 

4-{{3-Cyclohexyl-5-methyl-4-[2-(4^ 
yl}methylene}-3-pyrazinyl-2-pyrazolin-5-one, 

4- { {4-[2-( 1 -Im idazoyl)ethyl]-5-methyl-3-cj\lohexylpyrrol-2-yl}methylene}0- 

pyrazinyl-2-pyrazolin-5-one, 
4-{[4-(2-Aminocthyl)-5-methyl-3^ 
pyrazoli a- 5 -one, 

4-{[4-(2-Diethylaniinoethyl)-5-methyl-3-phenylp\rrol-2-yl]methy 
pyrazoli n-5-one, 
4-{{5-Methyl-3-phenyl-4-[2-(l-pyn:olidm^ 
2-pyrazolino-one, 
4-{[4-(2-Elhylaminoelhyl)-5-meto^ 
pyrazolin-5-one, 
4-{{5-M&hyl-3-phenyl-4-[2-(4-pyridiylm 
pyrazinyl-2-pyrazolin-5-one, 
4-{ {4-[2-( 1 -Iniidazoyl)eihyl]-5-methyl-3^ 
pyrazoli n-5 -one, 



rolidinylethyl)]pyrrol-2-yl}methylene}-3- 
)-5-methylpyrrol-2-yl]methylene}-3-pyrazinyl- 
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V{[4-(2-Aminoethyl)-5-methyl-3-phenylpyrrol-2-yl]m 
pVazolin-5-one, 

4-u4-(2-Diethylaminoethyl)-5-methyl-3-(4-methoxyphenyl)py^ 
pyrafeinyl-2-pyrazolin-5-one, 

4- { {5V / Iethyl-3-(4-methoxyphenyl)-4-[2-( 1 -pyrrolidinylethyl)]pyrrol-2-yl}methylene} - 

3- pyrazinyl-2-pyrazolin-5-one, 

4- {[4-(2^thylaminoethyl)-5-methyl-3-(4-methoxyphenyl)py^ 
pyrazinyl-Vpyrazolin-5-one, " 

4- { {5-Meth\l-3-(4-methoxyphenyl)-4-[2-(4-pyridiylmethyla^ 

yl}melhylcn^l-3-pyrazinyl-2-pyrazolin-5-one 5 

4- { {4-[2-( 1 -In^azoyl)ethyl]-5-methyl-3-(4-methoxyphenyl)py^ 

pyrazinyl-2-pyr^olin-5-one, 

4-{[4-(2-Aminoet\vl)o-methyl-3-(4-methoxyphenyl)py^ 
pyrazinyl-2-pyrazomi-5-one, 

4-{[4-(2-Dicthylamii\Dethyl)-5-methyl-3-(2-pyridyl)pyrrol-2-yl]m 

pyrazinyl-2-pyrazolin-Vone, 

4-{{5-Methyl-3-(2-pyriW 

pyrazinyl-2-pyrazolin-5-ohe, 

4-{[4-(2-Eihylam.inoethyl)^^iethyl-3-(2-pyridyl)pyrrol-2-yl]methylene}-3 
2-pyrazolin-5-one, A >^ 

4-{{5-Methyl-3-(2-pyridyl)- ^^(4-pyridiylmethylaminoethyl)]pyrrol-2- 

yl}methylene}-3-pyrazinyl-2-pyrazolin-5-one ? 

4-{{4-[2-(l-Imidazoyl)ethyl^ 

pyrazinyl-2-pyrazolin-5-one, \ 

4-{[4-(2-Aminoethyl)-5-meth^^ 

pyrazolin-5-one 5 \ 

4-{[4-(2-Dielhylaminoethyl)-5-m 

2- pyrazolin-5-one, \ 

4-{{5-Methyl-3i3yrazinyl-4-[2-(l-pyiroli^nylethyl)]pyiTol-2-yl}m 
pyrazinyl-2-pyrazolin-5-one, \ 
4-{[4-(2-Eihylaniinoethyl)-5-meto^ 
pyrazolin-5-one. \ 
4-{{5-Metliyl-3-pyrazinyl-4-[2-(4-pyr^ 

3- pyrazinyl-2-pyrazolin-5-one, \ 

4- {{4-[2-(l-Lnidazoyl)ethyl]-5-methyl-3-pyrazinylpyrrol-2-yl^ 
2-pyrazolin-5-one ; \ 

4-{[4-(2-CyclopropylaminoethyO 
pyrazinyl-2-pyrazolm-5-one, \ 
4-{[4-(2-Diethylaminoelhyl)-5-meto^ 
pyrazinyl-2-pyrazolin-5-one, \ 
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N^-{{5-Methyl-3^2-imidazoyl)-4-[2-(l-pyrrolidinylethyl)]pyrrol-2 
p^azinyl-2-pyrazoiin-5-one, 
4-jtf4-(2-Ethylaminoethyl)-5-^ 
pyrakinyl-2-pyrazolin-5-one, 
5 4- { {5 AMethylo-(2-imidazoyl)-4-[2-(4-pyridiylmethylaminoethyl)] 
yl}metlVlene}-3-pyrazinyl-2-pyrazolin-5-one, 
4-{{4-[2\l-Imidazoyl)ethyl]-5-methyl-3-(2-imidazoyl)pym)W 
pyrazinyl-4rpyrazolin-5-one 3 
4-{[4-(2-Cy^opropylaminoethyl)-5-m^ 
10 pyrazinyl-2-pVazolin-5-one, 

4-{[4-(2-Diethylaminoethyl)-5-methyl-3-(2- pyrimidinyl)pyrrol-2-yl]methylene}-3- 
pyrazinyl-2-pyraV>lin-5-one s 

4-{{5-Methyl-3-(2v pyrimidinyl)-4-[2-(l-pyirolidinylethyl)]pyrrol-2-yl}methylene}-3 
pyrazinyl-2-pyrazol\i-5-one, 
15 4-{[4-(2-Ethylaminoethyl)-5-methyl-3-(2- pyrimidinyl)pyrrol-2-yl]methylene}-3- 
pyrazinyl-2-pyrazolia-y-one, 

4-{{5-Methyl-3-(2- pyrmiidinyl)-4-[2-(4-pyridiylmethylaminoethyl)]pyrrol-2 

yl}methylene}-3-pyrazin^-2-pyrazolin-5-one, 

4-{{4-[2-(l-Imidazoyl)e 
20 pyrazi i^y 1 -2 -p yrazol in- 5 - 

4-{[4-(2-Cyclopropylamin< 

pyrazinyl-2-pyrazolin-5-one 

4-{[4-(2-Dicthylaminoethylj>-5 

pyrazinyl-2-pyrazolin-5-one, 
25 4-{{5-Methyl-3-(3-isoxazolyl)-4-[2\l-pyirolidinylethyl)]pyrrol-2-yl}me 

pyrazinyl-2-pyrazolin-5-one, 

4-{[4-(2-Ethylaminoethyl)-5-methyl-3\3-isoxazolyl)pyrrol-2-yl]methylen^ 
pyrazinyl-2-pyrazolin-5-one, 

4-{{5-Methyl-3-(3-isoxazolyl)-4-[2-(4-py^ylmethylaminoethyl)]pyrrol-2 
30 yl}methylene}-3-pyrazinyl-2-pyrazolin-5-o 
4-{{4-[2-(l-Lmidazoyl)ethyl]-5-met^^^ 
pyrazinyl-2-pyrazolin-5-one, 

4-{[4-(2-Cyclopropylaminoethyl)-5-methyl-3-(3^soxazolyl)pyirol-2-yl] 

pyrazinyl-2-pyrazolin-5-one, 
35 4-{[4-(2-Diethylaminoethyl)-^^ 

2-pyrazolin-5-onc, 

4-{{5-Methvd-3-(2-fuiyl)^ 

pyrazi nyl-2 -pyrazoli n-5 -one, 

4-{[4-(2-Ethylaminoethyl)-5^ 
40 pyrazo!in-5-one 5 



thyl-3-(2- pyrimidinyl)pyrrol-2-yl} methylene} -3- 
l)-5-methylO-(2-pyrimidinyl)pyrrol-2-yl]methylene}-3- 
ethyl-3-(3-isoxazolyl)pyrrol-2-yl]methylene}-3- 
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\^{{5-Methyl-3-(2-furyl)-4-[2-(4-pyridiylmethylaminoethyl)]p^ 
pyKazinyi-2-pyrazoiia-5-one, 
4-{{4-[2-(l-Imidazoyl)ethyl]-5-meth^ 

2- pyraeolin-5-one, 

4-{[4-(^Cyclopropylaminoethyl)-5-methyl-3-(2-furyl)pyrrol-2-y^ 
pyrazi ny M -pyrazo 1 i n- 5 -one, 

4- { [4-(2 -Dtethy 1 am i noe thy 1)- 5 -hy droxyme thy 1-3 -i sopropy lpyrrol-2-yl]methylene} -3 - 
pyrazinyl-2-ftyrazolin-5-one, 

4-{{5-Hydro^methyl-3-isopropyl-4-[2-(l-pyrrolidinylethyl)]py^ 
3 -pyraz i n y 1 -2 -pVrazo lin-5 -one, 
4-{[4-(2-Eihylan^ioethyl)-5-h^ 
pyrazinyl-2-pyrazo4in-5-one, 

4-{{5-HydroxymetlV-3-isopropyl-4-[2-(4-pyridiylmethylamm^ 
yl} methylene} -3 -pyraeinyl-2-pyrazolin-5-one, 
4-{{4-[2-(l-ImidazoylMhyl]-5^ 
pyraziny 1-2 -pyrazo 1 i n-5 ^one, 
4-{[4-(2-CyclopropylamiWthyl)-5-hydro^ 

3- pyrazinyl-2-pyrazolin-5-< 

4- {[4-(2-Diethylaminoethy ^^5-dicyclopropylpyrrol-2-yl]methylene}-3-pyrazinyl-2- 
pyrazolin-5-one, 
4-{{3,5-Dicyclopropyl-4-[!f 
2-pyrazolin-5-one 5 
4-{[4-(2-Ethylaminoethyl)-3,5^ 
pyrazolino-one, 

4-{{3,5-Dicyclopropyl-4-[2-(4-pyri^ylm^ 
pyrazinyl-2-pyrazolin-5-one, 
4-{{4-[2-(l-Iniidazoyl)ethyl]-3,5^ 
pyrazoiino-one, 
4-{[4-(2-Cyclopropylaminoeth^ 
pyraziny 1-2-pyrazolino-one, 

4- { [4-(2 -D i eth yl a m i no methyl)-5 -methyl-3-^ifluoromethylpyrrol-2-yl]methylene}-3- 
pyrazinyl-2-pyrazolin-5-one, 
4-{[4-(2-Dimethylaminomethyl>^^ 
pyrazinyl-2-pyrazolin-5-one, 
4-{{5-Methyl-4-[2-(l-pyiTolidinyta^ 
pyrazinyl-2-pyrazolin-5-one, 
4-{[4-(2-Eihylaminomethyl)-5-meth^ 
pyrazinyl-2-pyrazolin-5-one, 
4-{{5-Melhyl-4-[2-(4-pyridiylmethylam 
yl]methylene}-3-pyrazinyl-2-pyrazolino-one, 



)yrrolidinylethyl)]pyrrol-2-yl}methylene}-3-pyrazinyl- 
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4^{4-[2-(l-Imidazoyl)methyl]-5-mefo^ 
pyr&zinyl-2-pyrazolino-one, 
4-{[Af2-Aminomethyl)-5-methyl-3-tri^ 
2-pyraaolin-5-one 3 

4-{[4-(2>piethylaminomethyl)-5-methyl-3-tert-butylpyrrol-2-yl]meth^ 
pyraziny P2 -py razol i n- 5 -one , 

4-{[4-(2-Drmethylaminomethyl)-5-methyl-3-tert-butylpyrrol-2-yl] 
pyrazinyl-2-{Wrazolin-5-one, 

4-{{5-Methyl\-[2-(l-pyrrolidinylmethyl)]-3-tert-butylpy^ 
pyrazinyl-2-pyr^olin-5-one, 

4-{[4-(2-EthylamVomethyl)-5-methyl-3-tert-butylpy^ 
2-pyrazolino-one, 

4-{{5-Methyl-4-[2-(^pyridiylmethyte^^ 
ylJmethyleneJ-j-pyra^nyl^-pyrazolin-S-one, 
4-{{4-[2-(l-Imidazoyl)methyl]-5-methyl-3-tert-butylpy^ 
pyrazinyl-2-pyrazolin-5-ane, 
4-{[4-(2-Aminomethyl)-5-r^eth^ 
pyrazolin-5-one. 

4- { [4-(2 -D i ethy 1 a m ino me thy -e thy 1-5 -methy lpyrrol-2-y l]methylene}-3-pyrazinyl-2- 
pyrazolin-5-one 5 
4-'{[4-(2-Dimethylaminomethyl^^ 
2-pyrazolin-5-one, 

4-{{3-Etiiyl-5-met1iyl-4-[2-(l-pyn^^ 
2-pyrazolino-one, 
4-{[3-Ethyl-4-(2-ethylaminometh^ 
pyrazolin-5-onc ; 

4- { { 3 -E thy 1- 5 -methy l-4-[ 2 -(4-pyridiy lmeth\laminomethy l)]pyrrol-2-yl]methylene}-3- 

pyrazinyl-2-pyrazolin-5-one, 
4-{{4-[2-(l-Imidazoyl)methyl^ 
pyrazolin-5-one, 

4-{[4-(2-Aminomethy])-5-meto^ 
pyrazoli no-one, 

4-{[3-Cyclobutyl-4-(2-diethylaminomethyl)-5-met%lpyrrol-2-yl]methy 
pyrazin yl-2-p y r a zo 1 i a- 5 - o n e, 
4-{[3-Cyclobutyl-4-(2-dimethy 
pyrazinyl-2-pyrazolin-5-one, 
4-{{3-Cyc!obuty]-5-methyl-4-[2-(l^^ 
pyraziny l-2-pyrazolin-5-one, 
4-{[3-Cyclobutyl-4-(2-ethylaminomethyl)-^^ 
2 -pyrazo 1 i n - 5 - on e, 
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\4-{{3-Cyclobutyl-5Miiethyl-4-[2-(4-pyridiylmethylaminom 
yymeihyiune}-3-pyrazinyi-2-pyrazoiin-5-one, 

^-{^"[^"C 1 -Iniidazoyl)methyl]-5-methyl-3-cyclobutylpyrrol-2-yl}methylene}-3- 

pyraainyl-2-pyrazolin-5-one 5 

4- {[4-to-Aminomethyl)0^ 

pyrazohVo-one, 

4-{[3-Cy^opentyl-4-(2-diethylaminom 
pyrazinyl-2^pyrazolin-5-one, 
4-{[3-Cyclo^tyl-4-(2-dimethylam 
pyrazinyl-2-pyrazoliii-5-one, 
4-{{3-CyclopentVl-5-methy^ 
pyrazinyl-2-pyrazoJin-5-one, 

4-{[3-Cyclopentyl-X(2-ethylaminomethyl)-5-methylpyrrol-2-yl]m 

pyrazinyl-2-pyrazolinv5-one ? 

4- { {3-Cyc lopentyl-5-i^thyl^ 

yl]methylcne}-3-pyraziiwl-2-pyrazolin-5-oiie, 

4-{{4-[2-(l-Imidazoyl)m^ 

pyrazin y I - 2 - p y r azo 1 i n - 5 - o nV 

4-{[4-(2-Aminomethyl)-5MiiVhyl-3-cyclopentylpyiTol-2-yl]m 
pyrazolin-5-one \ 

4-{[3-Cyclohexyl-4-(2-diethylaminomethyl)-5-methylpyrrol-2 
pyrazinyl-2-pyrazolin-5-one, \A / 
4-{[3-Cyclohexyl-4-(2-dimethylai]to^ 
pyrazinyl-2-pyrazoIin-5-one, 
4-{{3-Cyclohexylo-methyl-4-[2-(j| 
pyrazinyl-2-pyrazolin-5-one, 
4-{[3-Cyclohexyl-4-(2-ethylaim^ 
pyrazinyl-2-pyrazolin-5-one, \ 

4- { {3-Cyclohcxyl-5-methyl-4-[2-(4-pyridiymiethylaminomethyl)]py^ 
yl}methy!ene}-3-pyrazinyl-2-pyrazolin-5-oneL 

4- { {4-[2-( 1 -Tmidazoy l)methyl]-5-methyl-3-cy^ohexylpyrrol-2-yl}methylene}-3- 
pyrazinyl-2-pyrazolino-one, \ 
4-{[4-(2-Aminomethyl)-5Miiethyl-3-cyclohexylpWol-2-yl]methy 
pyrazolin-5-one, \ 
4-{[4-(2-Dicthylaminomethyl)-5-^ 
2-pyrazo 1 i n - 5 - o ne, \ 
4-{[4-(2-Dimeihylaniinomethyl)-5-^ 
pyrazinyl-2-pyrazolin-5-one, \ 
4-{{5-Meihylo-phenyl-4-[2-(l-pyiT0^ 
pyrazinjy'l^-pyrazolino-one, \ 



pVrolidinylmethyl)]pyrrol-2-yl} methylene} -3- 
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^[4-(2-Ethylaminomethyl>^ 
pyfqzoiin-5-one, 

4-{{\-Methyl-3-phenyl-4-[2-(4-pyridiylmethylaminomethyO 

3- pyrazinyl-2-pyrazolin-5-one ? 

5 4-{{4-[^(l-Imidazoyl)methyl]-5-methyl-3-phenylpyrrol-2 
2-pyrazoln>5-one, 

4- {[4-(2-ArK|inomethyl)-5-methyl-3-phenylpyrrol-2-yl]methyle 
pyrazolin-5-one, 

4-{[4-(2-Dieth\laminomethyl)-5-methyl-3-(4-methoxyphenyl)pyrr 
10 3-pyrazinyl-2-p^zolin-5-one, 

4-{[4-(2-DimethyWii^^ 

yl]metliylene}-3-p>^azinyl-2-pyrazolin-5-one 5 

4-{{5-Met1iyl-3-(4-nTOhoxy 

yl}melIiylene}-3-pyrazinyl-2-pyrazolin-5-one J 
15 4-{[4-(2-Eihylaminome^ 

pyrazinyl-2-pyrazolino-o\e, 

4-{{5-Methyl-3-(4-methox^ta^ 

yl}methylene}^-pyrazinyl-2\pyrazolin-5-one, 

4-{{4-[2-(Mmidazoyl)inethyl\^ 
20 3-pyrazmyl-2-pyrazolin-5-one 5 \ 

4-{[4-(2-Aminomethyl)-5-m 

pyrazinyI-2-pyrazolino-one, ( h\y^ 

4-{[4-(2-Diethylaminome^ 

pyrazinyl-2-pyrazolin-5-one, U^X 
25 4-{[4-(2-Dimeihylaminoniet^ 

pyrazi n v y 1 - 2 - p y r azo 1 i n- 5 - o n e, *\ 

4-{{5-Meihyl-3-(2-pyric^ 

pyrazinyl-2-pyrazolin-5-one, \ 

4-{[4-(2-Ethylaminomethy^ 
30 pyrazinyl-2-pyrazoliii-5-one 5 \ 

4-{{5-Methyl-3-(2-pyridyl)-4-[2-(^^ 

yl}meihylene}-3-pyrazinyl-2-pyrazolin-5-one, \ 

4-{{4-[2-(l-Imidazoyl)meiliyl]-5-methyl-3-(2-pyri<wl)pyff 

pyrazinyl-2-pyrazolin-5-one, \ 
35 4-{[4-(2-Aniinomethy^^ 

pyrazoIin-5-one, \ 

4-{[4-(2-Dieihylaminomeihyl^ 

pyrazinyl-2-pyrazolino-one, \ 
4-{[4-(2-Dimcthylaniinoni^ 
40 pyrazinyl-2-pyrazolin-5-one s \ 
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4-{{5-Methyl-3-pyrazinyl-4-[2-(l-pyro^ 
p3aaziny!-2-pyrazoliii-5-oiie 3 

4-lE4-(2-Ethylaminomethyl)-5-methyl-3-pyrazinylpyrrol-2-yl]m 

2- pyr&zolin-5-one, 

5 4-{{5-^thyl-3-pyrazinyl-4-[2-(4-pyridiyta 

yl}methy\ne}-3-pyrazinyl-2-pyrazolin-5-one, 

4-{{4-[2-(l^iidazoyl)methyl]-5-m 

pyrazinyl-2-pVazolin-5-one, 

4- {[4-(2-CycloVopylaminoi^ 
10 pyrazinyl-2-pyra2olin-5-one ; 

4-{[4-(2-Diethylantinoi^ 

pyrazinyl^-pyrazoliV-S-one, 

4-{[4-(2-Dimethylami^ 

pyrazinyl-2-pyrazolin-^S£)ne 5 
15 4-{{5-Methyl-3-(2-iniid^ 

pyrazinyl-2-pyrazoliao-oiV 

4-{[4-(2-Ethylaminomethy]^ 

pyrazinyl-2-pyrazolin-5-one 3 

4-{{5-Melhyl-3-(2-imidazoyl)^ 
20 yl}melhyleiie}-3-pynizinyl-2-pyrazolin-5-one, 

4-{{442-(l-Imidazoyl)methyl^ 

pyrazinyl-2-pyrazolin-5-one, 

4-{[4-(2-Cyclopropylaminomethyl> 

pyraziny!-2-pyrazolin-5-one, 
25 4-{[4-(2-Dieihylaminomethyl)-5-m^thyl^-(2- pyrimidinyl)pyrrol-2-yl]methylene}-3- 

pyrazinyl-2-pyrazolin-5-one, 

4-{[4-(2-Diniethylaminomethyl)-5-methyl-^(2- pyrimidinyl)pyrrol-2-yl]methylene}-3- 

pyrazinyl-2-pyrazoliuo-one, 

4-{{5-iV[ethy]-3-(2- pyrimidinyl)-4-[2-(l-pyrrc^idinylmethyl)]pyiTol-2-yl}m 
30 3-pyrazinyl-2-pyrazolin-5-one 3 

4-{[4-(2-Ethylaminomethy])-5-methyl-3-(2- pyri^idinyl)pyrrol-2-yl]methylene}-3- 
pyrazinyl-2-pyrazoli no-one, 

4-{{5-Methyl-3-(2- pyrimidinyl)-4-[2-(4-pyridiylm^hylaminomethyl)]py^ 
yl}methyienc}-3-pyrazinyl-2-pyrazolin-5-one 5 
35 4-{{4-[2-(l-]inidazoyl)meihyl]-5-methyl-3-(2- pyrimi^nyl)pyiTGl-2-yl}methylene}-3- 
pyrazinyl-2-pyrazolin-5-one, 
4-{[4-(2-Cyclopropyiaminometh^ 

3- pyrazinyl-2-pyrazolin-5-one, 

4- {[4-(2-Diethylaminoeth^^^ 
40 pyrazinyl-2-nyrazolino-one, 



taethyl-3-(2-imidazoyl)pyrrol-2-yl]methylene}-3- 
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4^[4-(2-Dimethylaminoethy^ 
pyisazi.nyl-2-pyrazoiin-5-one, 
4-{{VMethyl-3-(3-isoxazolyl)-4-[2-^ 
pyraznwl-2-pyrazolin-5-one 5 
5 4-{[4-(2\Ethylaminomethyl)-5-methyl-3-(34soxazolyl)pyrro 
pyrazinyl-^-pyrazolin-S-one, 

4-{{5-Metlm-3-(3-isoxazolyl)-4-[2-(4-pyridylmethylaminomethyl)]p^ 
yl}methylene\3-pyrazinyl-2-pyrazolin-5-one, 

4-{{4-[2-(l Jmi^zoyl)methyl]-5-methyl-3-(3-isoxazolyl)pyrrol-2-yl}meth^ 
10 pyrazinyl-2-pyraztalin-5-one, 
4-{[4-(2-Cyc]opro{\laminoi^ 

3- pyrazinyl-2-pyrazo>m-5-one, 

4- {[4-02-Diethylamino\^ 

2- pyrazolino-one, 
15 4-{[4-(2-Diniethylaminom\lhyl)-5-methyl-3-(2-furyl)py^ 

pyrazinyl-2-pyrazolin-5-one> 
4-{{5-Methyl-3-(2-fury])-4-[^(l^ 
pyrazinyl-2-pyrazolin-5-one, 
4-{[4-(2-Ethylaminomeihy^ 
20 pyrazolin-5-one, 

4-{{5-iVicthyl-3-(2-furyl)-4-[2-(4-py> 

3- pyrazinyi-2-pyrazolin-5-one, 

4- { {4-[2-( 1 -Imidazoyl)methyl]-5-methj 
pyrazinyl-2-pyrazolin-5-one, 

25 4-{[4-(2-Cyc!opropylaminomethyl)-5-meth\l-3-(2-fuiyl)py^ 

pyrazi.nyl-2-pyrazolin-5-one, 

4-{[4-(2-Dieihylaminomet^ 

pyrazinyl-2-pyrazolin-5-one, 

4-{[4-(2-Dimcthylaniinomethyl)-^^ 
30 3 -pyr az i n y 1 - 2 - p y razo I i n - 5 - on e, 

4-{{5-Hydroxymethyl-3-isopro^ 

yl}meihyIcne}-3-pyrazinyl-2-pyrazolin-5-one, 

4-{[4-(2-Ethylaniinome^ 

pyraz i n y 1 - 2 - p y ra zo ] in - 5 - on e , 
35 4-{{54Iydroxymethylo-isopropyM^ 

yl}meihylenc}-3-pyrazinyl-2-pyrazolin-5-one 3 

4-{{4-[2-(l Jmidazoyl)melhyl]-5-hydroxymeto^ 

pyrazinyl-2-pyrazoli no-one, 

4-{[4-(2-Cyclopropylaminomethyl)-5-hydroxymethyl-34sopr6pylpyrrol-2- 
40 yl]methylene}-3-pyrazinyl-2-pyrazolin-5-one 5 



lmethylaminomethyl)]pyrrol-2-yl}methylene} 
3-(2-furyl)pyrrol-2-yl}methylene}-3- 
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4-{[4-(2-Diethyraminomethyl)-3,5-dk^ 
pyrazolin-5-one, ' 
4-{[4-(2-Dimethyl^iinomethyl^ 
2-pyrazolin-5-one, 
5 4-{{3 5 5-DicyclopropylM-[2-(l-pyrrolidinylmethyl)]pyrrol-2-yl}me 
pyrazinyl-2-pyrazolin-5- 

4-{[4-(2-Ethylaminometh^-3 5 5-dicyclopropylpyrrol-2-yl]methylene}-3-pyra^ 
pyrazolin-5-one, 

4-{{3 s 5-Dicyclopropyl-4-[2-(4^^idiylmethylaminometh^ 
10 pyrazinyl-2-pyrazolino-one, 

4-{{4-[2-(l-Imidazoyl)methyl]-^ 5 ^dicyclopropylpyrrol-2-yl}meth^ 
2-pyrazo lino -one, 

4-[(4-Cyclopropylaminomethyl-3 5 5-d\yclopropylpyrrol-2-yl)methylene] 
pyrazolin-5-one 3 
15 4-{[3-Cyclopropylaminomethyl-5-methyM^ 
yl]methylene}-3-pyrazinyl-2-pyrazolin-5-on€ 5 

4-{[3-Cyclopropylaminomethyl-5-methyl-4-^-hydroxyethyl)pyrrol-2-yl]m 
pyraziny.l-2-pyrazo1in-5-one, 
4-{[3-dimcthylaminomethyl-5-n^ 
20 3-pyrazinyl-2-pyrazolin-5-one, and 

4-{[3-hydroxymethyl-5-methyl-4-(2-dieto^ 
pyrazi ny 1-2 -py razo 1 in - 5 - o ne. 



of Claim lo wh 



23. The compound of Claim Is wherein the compound is a mixture of 
25 stereoisomers. 

/ 

24. The compound of Claim 23 wherein the stereoisomers are enantiomers. 

/ 

25. The compound of Claim 24 wherein the stereoisomers are E and Z isomers. 

/ 

26. The compound of Claim 1 8 wherein the compound is a mixture of structural 



30 



isomers. 



j 

27. The compound of Claim 26 wherein the structural isomers are tautomers. 



35 
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28. A method of inhibiting one or more protein/kinase activities comprising the 

r 

administration of a compound of Claim 18. 

/ 

29. The method according to Claim 28 wherein said compound is administered to a 
5 recipient in need of having one or more protein kinase inhibited. 

/ 

30. The method of Claim 29^herein the compound is a mixture of stereoisomers. 

31. The method of Claim 30 wherein the stereoisomers are enantiomers. 

/ 

32. The method of Claim 30 wherein the stereoisomers are E and Z isomers. 

/ ... 

33. The method of Claim 29 wherein the compound is a mixture of structural 

isomers. 

15 

34. The method of Claim 29 wherein the structural isomers are tautomers. 

/ 

35. The method of Claim 29 wherein said protein kinase is a tyrosine kinase. 

/ 

20 36. The method according to Claim 35 wherein said tyrosine kinase is selected from 
the group consisting of KDR, Flt-1, TIE-2, Lck, Src, fyn, Lyn, Blk, and yes. 

37. A method of affecting hyperproliferative disorders in a recipient comprising the 
administration of a compound of Claim 18 to said recipient. 

25 

38. A method of affecting angiopnesis in a recipient comprising the administration 
of a compound of Claim 18 to said recipient. 
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39. A pharmaceutical composition comprising a compound of Claim 18 and a 
pharmaceutical^ acceptable carrier or diluent. 



40. A pharmaceutical composition comprising a compound of Claim 22 and a 
pharmaceutically acceptable carrier or diluent. 



41. A compound according to Claim 18 wherein R is substituted with one or more 
substituents, each independently selected from the group consisting of halogens, 
lower alkyl groups, R 3 0-, hydroxy, HOC(O)-, R 3 OC(0)-, R 3 OC(0)R 6 -, R 3 OR 6 -, 
trihalomethyl, trihalomethylcarbonyl, nitro, -C(0)NR 4 R 5 , -NR 4 R 5 , R 3 CO-, - 
(CH 2 ) n -R 7 , -C(0)(CH 2 ) n -R 7 , -C(0)-(CH 2 ) n -C(0)-R 7 , -0(CH 2 ) n R 7 , - 
C(0)NR 4 (CH 2 ) n R 7 , -C(0)0(CH 2 ) n R 7 , -OC(0)(CH 2 ) n R 7 , -NR 4 C(0)(CH 2 ) n R 7 , - 
R 6 NR J R 5 , -R 6 N(R 4 )-R 6 -R 7 , -R 6 N(R 6 -R 7 ) 2 , -R 6 C(0)NR 4 (CH 2 ) n R 7 , - 
R r, C(0)0(CH 2 ) n R 7 , -R 6 OC(0)(CH 2 ) n R 7 , -R 6 NR 4 C(0)(CH 2 ) n R 7 , - 
R 6 CH(C(0)OR 4 )(NR 5 C(0)R 4 ), an optionally substituted aryl and an optionally 
substituted aralkyl group; 

wherein the optionally substituted aryl and optionally substituted aralkyl 
groups are optionally substituted with one or more substituents selected from the 
group consisting of halogen, trihalomethyl, hydroxy, -NR 4 R 5 , nitro, -CONR 4 R 5 , 
lower alkyl group, R 3 0-, -C(0)OR 4 and -OC(0)R 3 ; 

R 6 is a lower alkyl group or an aryl group; and 

R 7 is alkoxy, haloalkyl, lower alkyl piperazine, hydroxy, R 3 0-, R 3 C(0)- 
or -NR 4 R 5 . 



42. A compound of Claim 4 1 , wherein R is pyrrolyl, indolyl, azaindolyl, phenyl, 
pyrazolyl, imidazolyl, thienyl, 4,5,6,7-tetrahydroindolyl, or quinolinyl. 
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43. 




indol-3-yl, azaindol-3-yl, pyrazol-4-yl, imidazol-2-yl, imidazol-4-yl, thien-2-yl 
or quinolin-5-yl. 



44. A compound of Claim 18 or 43, wherein R 1 is trifluoromethyl, amino, 
cyclopropylamino, methyl, ethyl, propyl, isopropyl, cyclopropyl, 2- 
methylcyclopropyl, 2,2,3, 3-tetramethylcyclopropyl, 2-phenylcyclopropyl, 
cyclobulyl, cyclopentyl, cyclohexyl, -(CH 2 ) p -0-phenyl, -(CH 2 ) p -0-(4- 
methoxyphenyl), -(CH 2 ) p -0-(4-chlorophenyl), -(CH 2 ) p -0-(4-methylphenyl), - 
(CH 2 ) p -0-(3-methylphenyl), -(CH 2 ) p -0-(4-phenylphenyl), -(CH 2 ) p -0-(4- 
hydroxyphenyl), -(CH 2 ) p -0-(4-nitrophenyl), -(CH 2 ) p -0-(4-aminophenyl), - 
(CH 2 ) p -0-(4-carbamoylphenyl), -(CH 2 ) p -0-(4-methoxycarbonylphenyl), -NH- 
phenyl, -NH-(4-methoxyphenyl), -NH-(4-chlorophenyl), -NH-(4-fluorophenyl), 
-NH-(4-isopropylphenyl), isopropoxy, ethoxy, cyclopentyloxy, -(CH 2 ) p -indolyl, 
-(CH 2 ) p -pyridyl, -(CH 2 ) p -benzothiazolyl, -(CH 2 ) p -pyrrolyl, -(CH 2 ) p - 
tetrahydrofuryl, -(CH 2 ) p -pyrazinyl, -(CH 2 ) p -furyl, -(CH 2 ) p -thienyl, -(CH 2 ) p - 
phenyl, -(CH 2 ) p -isoxazolyl, -(CH 2 ) p -(5-methylisoxazolyl), -(CH 2 ) p -pyrimidinyl, - 
(CH 2 ) p -pyridazinyl, -(CH 2 ) n -C(0)-OMe, -(CH 2 ) n -C(0)-OEt and 
benzyl optionally substituted with one or more of CI, F, OMe, methyl or amino 
where p is an integer from 1 to 3. 



45. A compound of Claim 44, wherein R is optionally substituted with one or more 
moieties selected from the group consisting of Br, CI, F, aminomethyl, N,N- 



dimethyiaminomethyl, carboxy, carboxymethyl, carboxyethyl, carbonylmethyl, 
carbonylethyl, methoxycarbonyl, ethoxycarbonyl, phenyl, 4-morpholinomethyl, 
-C(0)-0-(CH 2 ) 2 -N(Me) 2 , -C(0)-0-(CH 2 ) 2 -N(Et) 2 , -C(0)-0-CH 2 -N(Me) 2 , -C(O)- 
0-(CH 2 ) 2 -N(Me) 2 , -C(0)-NH-(CH 2 ) 2 -N(Me) 2 , -CH 2 -NH-C(0)-CF 3 and an 
optionally substituted moiety selected from the group consisting of methyl, 
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ethyl, propyl, isopropyl, butyl and phenyl, where said optionally substituted 
"moiety is optionally substituted with one or more of Br, CI, F, hydroxy, nitro, 
amino or lower alkyl. 



o 



